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What is claimed is: 



PCT/US97/13875 



1 . A compound according to formula (I) : 

N 



wherein: 



A is C(O) or CH(OH); 
R 1 is 



(I) 



10 



FT 

' 1 




R* 



Ar 





SO, 




, or 



R 2 is H, Cj.galkyl. C3_6cyc]oalkyl-Co„6alkyl, Ar-Co^alky!, Het-C()-6alkyl, 
1 5 R 5 C(0)-, R 5 C(S)-, R 5 S0 2 -, R 5 OC(0)-. R 5 R'NC(0)-, R 5 R'NC(S)-, adamantyl-C(O)-, or 



R 



R M is H, C)_6alkyl, Ar-Cf>6alkyl, orHet-CQ-galkyl; 
20 R"' is H, C j .galkyl, C3_ 6 cycloalky!-C 0 _ 6 alky], Ar-Crj.galkyl, or Het-C 0 . 6 aikyl; 

each R^ independently is H, C 2 -6alkenyK C2-6 a ^y n yK Het, Ar or C]_6alkyl 
optionally substituted by OR\ SR' t NR' 2 , R'NC(0)OR 5 , C0 2 R', C0 2 NR' 2 , N(C=NH)NH 2 , 
Het or Ar; 
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R 4 is H, Cj.galkyl, C 3 _ 6 cycloalkyl-C 0 _ 6 alkyl, Ar-C 0 .6alkyl, Het-C 0 . 6 alkyl. 
R5C(0)-, R5C(S)-, r5s0 2 -, R 5 OC(0)-. r5r'NC(0)-, r5r'NC(S)-. R'HNCH(R-)C(0)-. or 
R50C(0)NR'CH(R')C(0)-; 

each R 5 independently is C 3 . 6 cycloalkyl-C 0 . 6 alkyl, Ar-C 0 . 6 alky], Het-Cy^atky], 
Ar-Co.6alkoxy, Het-Co_ 6 alkoxy, or Chalky! optionally substituted by OR', SR\ NR'2, 
R'NC(0)OR 5 , C0 2 R'. C0 2 NR' 2 , N(C=NH)NH 2 , Het or Ar: 

R 6 is H, Cj^alkyl, Ar-C()-6aIkyI, or Het-C 0 _ 6 alkyl and R 7 is H t Ci_ 6 alkyl, C 3 _ 
6 cycloalkyI-C 0 -6alkyl, Ar-C 0 _ 6 alkyl, Het-C 0 _ 6 alkyl, R 5 C(0)-, R 5 C(SX R5s0 2 -, 
R50C(0K R 5 R'NC(OK R 5 R'NC(SK R'HNCH<R')C<0)-, or R 5 OC(0)NR'CH(R ( )C(0)- ; 
or R 6 and R 7 are connected to form a pyrrolidine, a piperidine, or a morpholine ring; 

each R' independently is H, Chalky I, Ar-C()-6alkyI, or Het-CQ_ 6 alkyI; 

R* is H T C|_ 6 alkyl, C 3 _ 6 cycloalkyl-C 0 . 6 alkyl, Ar-Co^M. or Het-C 0 _ 6 alkyl; 

Y is a single bond or O; 

each Z independently is CO or CH 2 ; and 

n is 0, 1, or 2; 
or a pharmaceutical ly acceptable salt thereof. 

2. A compound according to claim 1 wherein R * is 




3. A compound according to claim 2 wherein R 4 is R^C(O)-, r5s0 2 -, 
R 5 OC(0)-. 

4. A compound according to claim 3 wherein R^ in said R 1 group is 
Ar-CQ^alkyl or Het-Co-galkyl. 

5. A compound according to claim 4 wherein R^ in said R 1 group is phenyl or 
benzyl which are unsubstituted or substituted by one or two of the group consisting of CI, 
Br, F, CF 3 , C 3 _ 4 aJkyl, OH, C]_ 4 aIkoxy, CN, CONH 2 , NH 2 , or N0 2 , or substituted by 
methylenedioxy; or 
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ChL 




CHL 



N 




N 





10 




, or 




I 

H 



ChL 



6. A compound according to claim 2 wherein, in said R 1 group, R' is H or 
CH^and R 3 is i-butyi. 



7. A compound according to claim 1 wherein R* is 



15 




or 





SO. 



8. A compound according to claim 1 wherein R^ i s 
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9. A compound according to claim 8 wherein R 7 is R^OC(O)-. 

5 10. A compound according to claim 9 wherein R^ i n said R 7 group is 

Ar-Co-6alky! or Het-CQ^alkyl. 

11. A compound according to claim 1 0 wherein R 5 in said R 7 group is phenyl 
or benzy! which are unsubstituted or substituted by one or two of the group consisting of 
10 CI Br, F, CF 3 , C]„ 4 alkyl OH, Cj^alkoxy, CN, CONH 2 , NH 2 , or N0 2 , or substituted by 
methylenedioxy; or 2-, 3-> or 4-pyridyI-CH2-. 



12. A compound according to claim I wherein R 2 is 




in which X is CO, S0 2 , or CH 2 -CO and Y is a 



single bond or O. 



13. A compound according to claim 8 wherein, in said R 2 group, R 6 is H or 
CH3 and R 3 is i-butyL 

20 

14. A compound according to claim 1 wherein R 2 is Ar-Co^alkyl, 
Het-Co.6alkyi,C 3 . 6 cycloaIkyl-Co. 6 aIkyl, Ar-C 0 -6alkyl, Het-C 0 _6alkyl t R 5 C(0)-, R 5 C(S)-, 
R 5 S0 2 -, R 5 OC(OK RSRNC(O)-, r5r'NC(S)-, R*HNCH(R')C(0)-, 
R 5 OC(0)NR'CH(R , )C(0)-, adamantyl-C(O)-. 

25 

15. A compound according to claim 1 wherein A is C(O). 



16. A compound according to claim 1 which is: 



(3RS,4RS)-4-[[N a -(benzyloxycarbonyl)-L-leucinyl]ammo]-l-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)]amino]pentanoyl]-3-pyrrolidinol; 

4-[{N a -(benzyloxycarbonyl>L-leucinyl]amino]-l-[(2S)-4-methyl-2- 
[[(benzyIoxycarbonyl)]amino]pentanoyI]-3-pyrroIidinone; 
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4-[[N a -(benzyioxycarbonyl)-L-leucinyI]amino]-l-[4-(phenoxybenzamide)]-3- 
pyrrolidinone; 

(3RS,4RS>4'[[N 0t -(benzyIoxycarbonyi)-L-leucinyI]amino]-l-(4- 
(biphcnylethanoyJ)]-3-pyrroiidinol; 

5 4-[[N a -(benzyloxycarbonyI)-L-Ieucinyllamino]- l-[4-(bipheny leihanoy 1)1-3- 

pyrrolidinone; 

{3RS,4RSM-[[N a -(benzyioxycarbony])-L-leuciny]}arnino]-1-[(2S)-4-methyI-2- 
[[{benzyloxycarbonyl)]aminomethyI]pentanoyI]-3-pyrrolidinoI; 

4-[[N a -(benzyIoxycarbonyI)-L-!eucinyl]aminoJ-]-[(2S)-4-rnethy]-2- 
10 lf(benzyloxycarbonyI)]aminomethyl]pentanoy]]-3-pyrrolidinone; 

(3RS,4RS)-4-[[N a -(benzyloxycarbonyl)-L-Ieucinyl]amino]-l-[(2S)-4-metbyI-2' 
[[(tert-butoxyoxycarbony!)Iaminomethyl]pentanoyI]-3-pyrroIidinol; 

4-[[N a -(benzyloxycarbonyI)-L-leucinyl]amino]-l-[(2S)-4-methyi-2-[f(tert- 

butoxyoxycarbonyl)]aminornethyl]pentanoy]]-3-pyrrolidinonone; 

1 5 4-[[N a -(benzyIoxycarbony ])-L-leuciny IJamino]- 3 -[(2S)-4-methyI-2- 

(aminomethyl)pentanoyi]-3-pyrrolidinone; 

4-[fN a -(benzyIoxycarbony!)-L-ieucinyl]amino]-l-tert-butoxycarbony]-3- 
pyrrolidinone; 

4-[[N a -{benzyIoxycarbonyl)-L-ieucinyI]aminoJ-3-pyrrolidinone; 
20 4-[[N a -(benzyioxycarbonyl)-L^^ 

butoxycarbonyl)ethanoyl]aminomethyi]pentanoyI]-3-pyrroIidinone; 

4-[[N a -(benzyloxycarbony!)-L-leucinyl]amino]-]-f(2S)--4-rnethyl-2- 
((ethanoyl)aminomethyl]pentanoyl]-3-pyrrolidinone; 

(3RS,4RS)-4^[N a ^benzyIoxycarbonyI)-L-leucinyl]amino]-l-[(2S)-4-methyl-2- 
25 [[(tert-butoxycarbony!)]amino]pentanoyI]-3-pyrroIidinoI; 

4-[[N a -(benzyloxycarbonyI)-L-ieucinyI]amino]-l-f(2S)-4-methy]-2-[[(tert- 
butoxycarbonyI)]aminojpentanoyl]-3-pyrroIidinone; 

(3RS t 4RS)-4-[[N a -(benzyloxycarbony)-L-ieucinyl]amino]-l-[(2R)-4-methyI-2- 
[[(benzyIoxycarbonyI)]amino]pentanoyI]-3-pyrroiidinol; 
30 4-[[N a -(benzyloxycarbony)-L-]eucinyl]amino]-l-[(2R)-4-methy!-2- 
[[(benzyloxycarbonyl)]amino]pentanoyl]-3-pyrrolidinone; 

(3RS,4RS)-4-[fN a -(benzyioxycarbonyl)-L-Ieucinyl]amino3- 1 -[2- 
f(benzyloxycarf3onyl)amino]ethanoyl]-3-pyrro!idinonoI; 

4-[[[N a -(benzyloxycarbonyI)-L-Ieucinyl]amino]-l-[2- 
35 [(benzyloxycarbonyI)amino]ethanoyl]-3-pyrroIidinonone; 

(3RS,4RS)-4-[[N a -(benzyioxycarbony)-L-!eucinyl]aminoJ-l-[(2S)-3-tert-butoxy- 
[[(benzyloxycarbonyl)]amino]propanoyi]-3-pyrrolidinoi; 
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(3RS,4RS)-4-[[N a -(benzyloxycarbonyl)-L-ieucinyi]aminoJ-]-[(2S}'2- 
[f(faenzyloxycarbonyI)]amino]propanoyIl-3-pyrrolidinoI; 

4-[[N a -(benzyloxycarbony)-L-leucinylJainino]- 1 -[(2S)-2- 
[r(benzyioxycarbonyl)]aminoIpropanoyl]-3-pyrroiidinone; 
5 (3RS,4RS)-4-[[N a '(benzyloxycarbonyl)-L-leucinyl]aminol-i- 
[cyclohexanepropanoyl]-3-pyrroiidinoI; 

4-[[N a -(benzyIoxycarbonyl)-L-leucinyI]aminol-l-[cyclohexanepropanoyl]-3- 
pyrrolidinone; 

(3RS > 4RSM-[fN a -(benzyloxycarbonyl)-L-Ieucinyl}amino]-i-[(2SH-methyl-2- 
10 [[(4-pyridinyImethoxycarbony])]aminolpentanoy]]-3-pyrrolidinol; 

4-[[N a -(benzyloxycarbonyI)-L-]eucinyl]amino]-I-[(2S)-4.methy]-2-[[(4- 
pyridinylmethoxycarbonyl)]amino]pentanoyl]-3-pyrrolidinone; 

(3RS,4RS)-4-[[N a -(benzyloxycarbonyI)-L-lcucinyI]ammo]-)-[(2S)-4-mechyl-2- 
[[(2-pyridinylmethoxycarbonyI)Iamino]pentanoyI]-3-pyrrolidinoi; 
15 4-[[N a -(benzyIoxycarbonyI)-L-leucinyi]amino]-l-[(2S)-4'methy!-2-f[(2- 
pyridinylmethoxycarbony))]amino]pentanoyl]-3-pyrroIidinone; 

(3RS,4RSH-[[NMbenzyloxycarbonyl)-L-leucinyl]amino]-l^(2S)-4-methyl-2- 
[f(3-pyridinylmethoxycarbonyi)]amino]pentanoylI-3-pyrrolidinol; 

4-irN a -(benzyioxycarbony!)-L-leucinyi]amino]-]-[(2S)-4-rnethyl-2-[|(3- 
20 pyridinylmethoxycarbonyI)]amino]pentanoyl]-3-pyrro]idinone; 

(3RS,4RS)-4-[[N a -(benzyloxycarbonyl)-L-ieucinyI]amino|-l-(2-pyndyicarbonyl)- 
3-pyrroiidinoI; 

4-t[N a -(benzyloxycarbony])-L-leucinyllamino]-i-(2-pyridylcarbonyl)-3- 
pyrrolidinone; 

25 (3RS,4RS)^-[[N^benzyloxycarbonyl)-L-Ieucinyl)amino]-I-|(2S)-4-methy!-2- 
[[(benzy!oxycarbonyI)]amino]pentanoyll-3-piperidinoI; 

4-[[N a -(benzyIoxycarbonyl)-L-IeucinyI]amino]-I-l(2S)-4-methyI-2- 
[[(benzyloxycarbonyl)]amino]pentanoyl]-3-piperidinone; 

(3RS,4RS)-4-[[N a -(bcnzyloxycarbonyl)-L-leucinyl]aminoi-]-[4^ 
30 (biphenyl)ethanoyl]- 3-piperidinoi; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyl]amino]-l-[4-(biphenyl)ethanoyl]-3- 
piperidinone; 

(3RS,4RS)-4-[[N a -(benzyioxycarbonyl)-L-leucinyI]amino]-l-{(2S)-4-methyl-2- 
[[(benzyIoxycarbonyl)]aminomethyl]pentanoyI]-3-piperidinol; 
35 4-[[N a -(benzyioxycaibonyl)-L-Ieuciny l]amino]- 1 -[(2S)-4-methy 1-2- 

ff(benzyloxycarbony])]aminomethyl]pentanoyi]-3-piperidinone; 
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4-[fN a -(benzyloxycarbonyl)-L-leucinyl]amino]-l-tert-butoxycarbony!-3- 
piperidinone; 

(3RS,4RS)-4-[[N ct -(benzy]oxycarbony!)-L-!eucinyljamino]-l-[2- 
It(benzyloxycarbonyI)1iso-butylaminoJethanoyi]-3-piperidinoI; 

5 4 -[fN a -(benzyloxycarbonyl)-L-leucinyI]amino]-l-f2-[((benzyIoxycarbony!)]iso- 
butylamino]ethanoyI]-3-piperidinone; 

(3RS t 4RS)-4-[[N a -(benzyioxycarbonyI)-L-ieucinyl]amino]-l-[2-[(tert- 

butoxycarbonyl)amino]ethanoyl]-3-piperidinoi; 

4-[[N a -(ben2yloxycarbonyl)-L-leucinyl]amino]-l-[2-[(tert- 

1 0 butoxycarbonyl)amino]ethanoy l]-3-piperidinone; 

4-[[N a -(benzyloxycarbonyI)-L-leucinyI]amino]-l-[2-(amino)ethanoyI]-3- 
piperidinone; 

(3RS,4RS)-4-[[N a -(benzyioxycarbonyI)-L-]eucinyl]amino]-I-(4-rnethyipentanoyi)- 
3-piperidinol; 

1 5 4 -f [N a -(benzyioxycarbonyl)-L-IeucinyI]amino]- 1 -(4-methylpentanoy i)-3- 

piperidinone; 

(3RS,4RS)-4-[[N a -(benzyioxycarbonyI)-L-Ieucinyl]aminoI-]-(benzoyl)-3- 
piperidinoi; 

4-[[N a ^benzyloxycarbonyI)-L-leuciny!]aminol-l-(benzoyI)-3-piperidinone; 
20 (3RS,4RS)-4-[ [N a -(benzyloxycarbonyl)-L-!eucinyl}amino]- 1 -(acetyI)-3- 

piperidinol; 

4-I[N ct -(benzyIoxycarbonyl)-L-leucinyi]amino]-!-(acetyi)-3-piperidinone; 

(3RS,4RS)-4-[[N i -(benzy!oxycarbonyI)-L-leucinyl]aminoJ-I-(2-pyridoxyacetyi)-3- 
piperidinoi; 

25 4-f [N a -(benzyIoxycarbonyl)-L-leucinyl]amino]- 1 -(2-pyridoxyacety!)-3- 

piperidinone; 

(3RS f 4RS)-4-[EN 0t -(benzyloxycarbony])-L-Ieucinyl]amino]-l-[2- 
[(benzyIoxycarbonyI)methyIamino]ethanoyl]-3-piperidinol; 

4-[[N a -(benzyloxycarbony!)-L-leucinyl]amino]-l-[2- 
30 [(benzyioxycarbonyl)methyIamino]ethanoyI]-3-piperidinone; 

(3RS,4RS)-4-[[N a -(benzyloxycarbony)-L-Ieucinyl]amino]-l- 
[3-(2-pyridyI)phenyIacetyI)]-3-piperidinol; 

4-[[N a -(benzyloxycarbony)-L-!eucinyi]amino]-l-[3-(2-pyridyI)phenyIacetyl)]-3- 
piperidinone; 

35 (3RS,4RS)-4-rfN a -(benzyloxycarbonyl)-L-Ieucinyi]amino]-l-[2- 
((benzyIoxycarbonyI)methyiamino]ethanoyl]-3-pyrroiidinol; 
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4-[[N a -(benzyloxycarbonyl)-L-leucinylJamino]-l-[2- 
[(benzyloxycarbonyI)irjethylaminoJethanoylJ-3-pyrrolidinone; 

(3RS t 4RS)-4-[[N a -(benzyIoxycarbonyl)-L-!eucinyIlaminol-l-[2- 
(phenoxy)ethanoyl]-3~pyrrolidinol; 

5 4-[[N a -(benzyloxycarbonyl)-L-ieucinyi|amino]-]-[2-(phenoxy)ethanoyIJ-3- 
pyrroiidinone; 

(3RS,4RS)-4-[[N a -(4-pyridinylmethoxycarbonyI)-L-leucinyI]aminol-1- 
[(2-phenyl)ethanoyl|-3-pyrro!idinol; 

44[[N a -(4-pyridinylmethoxy^ 
10 3-pyrroiidinone; 

(3RS f 4RS)-4-[[N a -(4-pyridinyImethoxycarbony)-L-leiicmyl]amino]-l^ 
pyrrolidinoi; 

4-[tN a -(4-pyridinylmethoxycarbony)-L-leucinyt]aminoJ-i-ethanoyI-3- 
pyrrolidinone; 

15 (3RS,4RS)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-Ieucinyl]amino]-]- 
(4-cyanobenzoyl)-3-pyrroIidinoi; 

4-[fN a -(4-pyridinyImethoxycarbonyI}-L-leucinyl]amino]-^(4<yanobe^zoy])-3^ 
pyrrol idinone; 

(3RS 1 4RS)-4-[[N ct -(4-pyridinyImethoxycarbonyI)-L-leucinyl]amino]-l- 
20 tert-butoxycarbonyl-3-pynrolidinol; 

4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyi]amino]-i-tert-butoxycarbonyl-3- 
pyrrol idinone; 

(3RS,4RS)-4-[[N a -3-pyridinylrnethoxycarbonyl)-L-Ieucinyl]amino]-l- 
tert-butoxycarbonyl-3-pyrrolidinol; 

25 4-[[N a -(3-pyridinylmethoxycarbonyl)-L-IeucinylJamino]-l-tert-butoxycarbonyl'3- 
pyrroiidinone; 

44[N a <3-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-3-pyrroiidinone; 
4-[[N a -(4-pyridinylmethoxycarbonyl)-L-ieucinyl]amino]-3-pyrrolidinone; 
(3RS > 4RS)^-[[N a -(2-pyridinylmethoxycarbonyI)-L-leucinyl]amino]-l-[(2S)-4- 
30 methyl-2-[[(benzyloxycarbonyi)]aminomethyI]pentanoyI)-3-pyrrolidinone; 

44[N a idinylmethoxycarbonyl)-L-leucinyl]amino]-14(2S)^-rnethyl-2- 
[[(benzyloxycarbonyl)]aminomethyllpentanoyl]-3-pyrroIidinone; 

(3RS,4RSH-[[N a -(4-pyridinyImethoxycarbonyl>L-Ieucinyllamino]-l-[(2S)-4- 
methyl-2-[[(4-pyridinyimethoxycarbonyl)]amino]pentanoyl]-3-pyrrolidinol; 
35 4-[[N°-(4-pyridinyImethoxycarbonyI)-L-Ieucinyl]amino]-l-[(2S)-4-methyl-2-[[(4- 
pyridinylmethoxycarbonyI)laminolpentanoyI]-3-pyrroIidinone; 
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(3RS,4RS)-4-[[N a -{4-py^ 

methyl-2-[[(benzyioxycarbonyI)]aminomethyI]pentanoyl]-3-pyrrolidino!; 

4-[[N a -(4-pyridinylmetho^ 
f[(benzy!oxycarbonyl)]aminomethyl]pentanoyl]-3-pyrroIidinone; 
5 (3RS,4RS)-4-[[N a -(3-isoquinoiinecarbonyl)-L-!eucinyl]amino]-I4(2S)-4-methyi- 
2-[f(benzyJoxycarbonyO]amino]pentyi]-3-pyrroIidinol; 

4-[fN a -(3-isoquinoIinecarbonyl)-L-leucinyl]arnino]-l-[(2S)-4-methyl-2- 
ff(ben2yioxycarbonyl)]amino]pentyIJ-3-pyrToiidinone; 

(3RS,4RS)-4-[[N a -(4-pyridinylmethoxycarbonyi)-L-Ieuciny!]amino]-l- 
10 | l-(adamantyl)carbonyl]-3-pyrrolidino!; 

4-[[N a -(4-pyridinylmethoxycarbonyl)-L-ieucinyI)amino].|-[l- 
(adamantyJ)carbonyl]-3-pyrrolidinone; 

(3RS,4RS)-4-[[N ce -(benzy]oxycarbonyi)-L-Ieucinyl]amino]-l-(4-methyi- 
pentanoyl)-3-pyrrolidinol; 
15 4-f[N a -(benzyIoxycarbonyI^ 
pyrrolidinone; 

(3RS,4RS)-4-[[N a -(benzyloxycarbonyI)-D-leuciny]]amino3-l-[(2S)-4-methyl-2- 
[[(benzyIoxycarbonyl)]amino]pentanoyJ]-3-piperidinol; 

4-[[N a -{benzyIoxycarbonyl)-D-leuciny])aminoJ*l-[(2S)-4-methyl-2- 
20 [[(benzyloxycarbonyl)]amino]pentanoyl]-3-piperidinone; 

(3RS,4RS)-4-[[N a -(tert-butoxycarbonyI)-L-Ieucinyl]amino]-l-[(2S)-4-methy]-2- 
[[(benzyIoxycarbonyl)Jamino]pentanoy!]-3-piperidinol; 

4-[[N a -(tert-butoxycarbony!)-L-Ieuciny]]amino]-l-[(2S)-4-methyI-2- 
[[(benzyIoxycarbonyi)]amino]pentanoyn-3-piperidinone 
25 ( 3 RS t 4RS)-4-[[N a -(benzyloxycarbony])-N c -(tert-butoxycarbonyl)-L-lysine]amino]- 
1- l(2S)-4-methy 1-2-1 f(benzyIoxycarbonyl)Jamino]pentanoyl]-3-piperidinol; 

4-[[N a -(benzyloxycarbonyl)-N e -(tert-butoxycarbonyI)-L-iysine)aminoJ-l- 
[(2S)-4-methyl-2-[[(benzyloxycarbonyI)]amino]pentanoy!]-3-piperidinone; 

(3RS,4RS)-4-f[N a -(4-pyridinyImethoxycarbonyl)-L-Ieucinyl]amino]-l- 
30 tert-butoxycarbony I-3-piperidinol ; 

4-[[N a -(4-pyridinyimethoxycarbonyl)-L-Ieucinyl]amino]-l-tert-butoxycarbony]-3- 
piperidinone; 

(3RS,4RS)-4-[fN a -(4-pyridinyImethoxycarbony I)-L-leuciny IJamino]- 1 - (4- 
methy!pentanoyI)-3-piperidinoi; 
35 4-[[N a -(4-pyrtdinylmethox 
piperidinone; 
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(3RS,4RS)-4-[fN a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-l-[2- 
(benzyioxycarbonyl)]iso-butylamino]ethanoyI]-3-piperidinol; 

4-[[N a -(4-pyridinylmethoxycarbonyI)-L-leuciny!]amino]- 1 - [2- 
(benzyloxycarbonyl)]iso-butylaminoJethanoyIl-3-piperidinone; 
5 (3RS,4RS)-4-[fN-2-(ben2yloxycarbonyI)]iso-butylamino]ethanoy!]- 1 - 

[(2S)-4-methyl-2-f[(benzyloxycarbonyl)]amino]pcntanoyIl-3-piperidinol; 

4-[[N-2-(benzyloxycarbonyl)]iso-butylamino]ethanoyi]-l-[(2S)-4-TTiethyl-2- 
f[(benzyioxycarbonyl)]amino]pentanoyI]-3-piperidinone; 

(3RSv4RS)-4-[[N a -(benzyloxycarbony^ 
10 3-piperidinol; 

4-[[N a -(benzyIoxycarbonyl)-L-ieuciny!]amino]-l-(methanesulphonyl)-3- 
piperidinone; 

(3RS,4RSH-[[N a -(benzyIoxycarbonyl)-L-ieucinyl]amino]-]-(phenylsulphonyI)-3- 
piperidinol; 

15 4-[[N a -{benzyioxycarbonyl)-L-leucmyllamino]-I-(phenylsulphony])-3- 
piperidinone; 

(3RS,4RSM4[N a -(4-pyridinylmethoxycarbonyI)-L-leucinyl]aminol-l-(8- 
quinoiinesulphonyl)-3-pyrro!idinol; 

4-[fN a -(4-pyridinylmethoxycarbo^ 
20 3-pyrrolidinone; 

(3RS»4RS)-4-[[N a -(4-pyridinylmethoxycarbony])-L-leucinyi]amino]-l- 
(2-pyridyisulphonyl)-3-pyrrolidinone; 

4-frN a -(4-pyridinylmethoxycarbonyi)-L-leucinyl]amino]-1-(2-pyndyIsulphonyl)-3- 
pyrrolidinone; 

25 (3RS,4RS)-4-t[N a -(4-pyridinyimethoxycarbonyi)-L-ieucinyi]amino)-l- 
[(2-propoxy)carbonylj-3-pyrroIidinol, 

4-[[N a -(4-pyridinyimethoxycarbonyl)-L-leuciny!]amino]-l- 
t(2-propoxy)carbonyI]-3-pyrrolidinone; 

(3RS,4RSM-[[N a -(4-pyridinylmetho^ 
30 l-propoxy)carbony!]-3-pyrrolidinol; 

4-[[N a -(4-pyridinylmethoxycarbony])-L-leuciny l]amino]- 1 -[(3-methy 1- 1 - 
propoxy)carbonyI]-3-pyrrolidinone; 

(3RS,4RS)-4-[[N a .(benzyloxycarbonyl)-L-Ieucinyl)amino]- i - 
[(4-phenoxy)phenylsulphonyl]-3-pyrrolidinol; 
35 4-[[N a -(benzyloxycarbonyl)-L-leucinyI]amino]-1-[(4-phenoxy)phenylsulphonyI]-3- 
pyrrolidinone; 

(3RS,4RS)-4-[[N a -(benzyloxycarbonyl)-L-leucinyl]aminol-l- 
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[(4-phenoxy)phenylsuIphonyl]-3-piperldinol; 

4-[[N a -(ben2yloxycarbonyl)-L-]eucinyI]amino}-i- 
[(4-phenoxy)phenyIsuiphonyi]-3-piperidinone; 

(3RS,4RS)-4-[[N a -(3,4-dichlorobenzoyl)-L-leucinylIarninol-l-f(2S)-4-methyl-2- 
l{(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinoI; 

4-[[N a -(3,4-dichIorobenzoyl)-L-3eucinyl]amino]- 1 -[(2S)-4-methyI-2- 
f[(benzyloxycarbonyI)]amino]pentyl]-3-pyrrolidinone; 

(3RS,4RS)-4-[fN a <6-quinoIineca^^ 
[[(benzyioxycarbonyI)Jamino]penty]]-3-pyrrolidinol; 

4-[[N a -(6-quinoIinecarbonyI)-L-leucinyl]amino]-l-[(2S)-4-methy}-2- 
L[(benzyIoxycarbonyl)]amino]pentyI]-3-pyrroIidinone; 

(3RS,4RS)-4-[(2-dibenzofuransulphonyl)amino]-]-[(2S)-4-methyI-2- 
[[(benzyloxycarbonyI)]amino]pentanoy!]-3-pyrroIidinol; 

4-[(2-dibenzofuransuIphonyi)amino]- 1 -[(2S)-4-methy 1-2- 
[[(benzyloxycarbonyl)]aminolpentanoy]]-3-pyrroiidinone; 

(3RS > 4RS)-4-[(2-dibenzofuransulphonyl)amino]-l-[C2S)-4-methyI-2- 
[[(benzyioxycarbonyl)]methyIamtno]pentanoyI]-3-pyrroIidinoI; 

4-[(2-dibenzofuransuIphonyl)amino]-l-[(2S)-4-methyI-2- 
[[(benzyloxycarbonyI)]methylamino]pentanoyl]-3-pyrroIidinone; 

(3RS,4RS)-4-[[N a -(benzyloxycarbonyi)-L-Ieucinyl]amino]-]-(4-methylpentyI)-3- 
piperidinol; 

4-[[N^(benzyIoxycarbonyl)-L-Ieucinyl]amino]-}-(4-methylpentyI)-3-piperidinone; 

(3RS,4RS)-4-[[N a -(2-pyridyIcarbonyl)-L-leuciny]]amino]-l-(4-methylpenty])-3- 
piperidinol; 

4-[[N a -(2-pyridyIcarbonyl)-L-leucinyI]amino]-l-(4-methyipentyl)-3-piperidi 

(3RS,4RS)-4-[[N a -(3-chiorobenzoyi)-L-leuciny]]amino]-l-(4-rnethyIpentyI)-3- 
piperidinol; 

4-[[N a -(3-chlorobenzoyl)-L-leucinyl]amino]-I-(4-rnethyIpentyl)-3--piperidinone; 

(3RS,4RS)-4-[fN a -(2-quinolinecarbonyl)-L-ieucinyl]amino]-t-(4-methylpentyI)-3- 
piperidinol; 

4-ffN a -(2-quinolinecarbonyl)-L-Ieucinyl]amino]-I-(4-methyIpentyl)-3- 
piperidinone; 

(3RS > 4RS)-4-[[N a -(3 > 4-dichlorobenzoy])-L-Ieucinyi]amino]-I-(4-methyl^ 
piperidinol; 

4-[[N a -(3,4-dichIorobenzoy!)-L-leucinyl]amino]-l-(4-methylpentyl)-3- 
piperidinone; 
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(3 RS ,4RS)-4-[ [N a -(8-quinolinecarconyl)-L-]eucinyl]amino]-!-(4-rnethy]pentyi)-3- 
piperidinol; 

4-[[N a -{8-quinolinecarbonyl)-L-leucinyl]amino]-l-(4-methylpcnty!)-3-pipendinonc 
(3RS,4RS)-4-t[N a -(3-isoquino[inecarbonyl)-L-lcucinyl]amino]-l-(4-methylpentyl)- 
5 3-piperidinol; 

4-[[N a -(3-isoquinolinecarbonyl)-L-IeucinyI]amino]-l-(4-methylpenty])-3- 
piperidinone; 

(3RS,4RS)-4-[[N a -(2-pyridinylmethoxycarbony])-L-leucinyI]aminoJ-I- 
(4-methylpentyl)-3-ptperidinol; 
10 4-[[N a -{2-pyridinylmethoxycarbonyl)-L-leuciny] ]amino]- ] -(4-methy]pentyl)-3- 

piperidinone; 

(3RS,4RS)-4-[[N a -(acetyl)-L-leucinyi]amino]-lK4-methylpentyI)-3-pipe 

4-[[N a -(acetyI)-L-leucinyI]amino]-i-(4-rnethylpentyI)-3-piperidinone; 

(3RS,4RS)-4-[[N a -(p-trifluoromethyIbenzenesulphonyl)-L-leucinyI]amino]-l-(4- 
15 methylpenty!)-3~piperidinoI; 

4-[[N a -(p-trifluoromethylbenzenesuIphonyl)-L-ieuciny]]amino]-l-(4- 
methylpentyl)-3-piperidinone; 

(3RS,4RS)-4-[[N a -(6-quinolinecarbonyl)-L-]eucinyi]amino]-l-(4-methylpenty!)-3- 
piperidinol; 

20 4-[[N a -(6-quinoiinecarbonyI)-L-leucinylJarnino]-!-(4-mcthylpentyl)-3- 
piperidinone; 

(3RS,4RS)-4-[[2-(RS)-(3-biphenyI)-4-methyl)amino]pentanoyI]-l-(4- 
methylpentyl)-3-piperidinol; 

4-([2-(RS)-[(3-bipheny])-4-methyl]aminolpentanoyI]-l-(4-methyipentyl)-3- 
25 piperidinone; 

(3RS,4RS)-4-[[N a -(benzyloxycarbonyI)-L-leuciny]]amino]-l-[2- 
[(benzyloxycarbonyl)methylaminolethyI]-3-piperidino[; 

4-[[N a -(benzy ]oxycarbonyl)-L-leucinyi]amino]- 1 - 
f2-[(benzyloxycarbonyl)methyIamino]ethyll-3-piperidinone; 
30 (3RS,4RS)-4-[[N a -(a-toluenesulphonyl)-L-leucinyI]amino]- 1 - 

[3-(2-pyridyl)phenyIacetyl)]-3-piperidinol; 

4-[[N a -(a-toluenesuiphonyi)-L-Ieucinyi]aminoJ-l-[3-(2-pyridyl)phenyiacetyl)]-3- 
piperidinone; 

(3RS,4RS)-4-[[N a -(2-naphthylcarbonyI)-L-!eucinyl]aminol-l- 
35 [3-(2-pyridyl)phenyIacety!)]-3-piperidinone; 

4-[[N a -(2-naphthylcarbonyl)-L-Ieuciny!Jarnino]-l-[3-(2-pyridyl)phenylacetyl)]-3- 
piperidinone; 
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(3RS,4RS)-4-[[N a -(benzensuIphony!VL-leuciny Ilamino]- 1 - 
[3-(2-pyridyI)phenyIacetyO]-3-piperidinol; 

4-({N a -(benzensuIphonyI)-L-leud^ 
piperidinone; 

5 (3RS,4RS)-4-[[N a -(3-isoquinoIinecarbonyl)-L-Ieuciny l]aminol- 1 - 

f3-(2-pyridyI)phenylacetyl)]-3-piperidinol; 

4-[[N a -(3-iscHquinolinecarbonyl)^ 
3-piperidinone; 

(3RS,4RS)-4-[3-[(2-pyridyI)phcnyIacety!)]amino]-I-[(2S)-4-methy].2- 
10 [[(benzyloxycarbonyl)]amino}pentanoy]]-3-piperidinol; 

4-[3-[(2-pyridyl)phenylacetyl)]amino]-l-[(2S)-4-methyl-2- 
[[(benzyIoxycarbonyi)]amino]pentanoyl]-3-piperidinone; 

(3RS,4RS)-4-[34(2-pyridyi)phenyIacetyl)]ami^o]-^[(2S)-4-methyl-2-E[(2- 
pyridinyImethoxycarbonyJ)]amino]pentanoyl]-3-piperidinoi; 
15 4-f3-[(2-pyridyl)phenylacetyl)]amino]-l-[(2S)-4.methyl-2-[f2- 
(pyridinyImethoxycarbonyI)]amino]pentanoyl]-3-piperidinone; 

(3RS,4RS)-4-[[N a -(2-phenyIacetyl)-L-leuciny]3amino)-l-[(2S)-4-methyI-2- 
[[(benzyloxycarbonyi)]aminojpentyl]-3-pyrrolidinol; 

4-[[N a -(2-phenylaccty l)-L-leucinyllaminoj- I -[(2S)-4-methy 1-2- 
20 ff(benzyloxycarbonyI)]amino3pentyl]-3-pyrrolidinone; 

4-[fN a -(tert-butoxyoxycarbonyl)-L-leuciny]]amino]-l-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)]amino]pentyl]-3-pyrroIidinone; 

4-f(L-Ieucinyl)amino]-!-[(2S)-4-methyl-2-[[(benzyloxycarbonyl)]amiao]pen 
pyrrolidinone; 

25 (3RS,4RS)-4-[[N a -(2-quinolinecarbonyI>L-leuciny]Jamino]-l-[(2S)-4-methyl-2- 
l[(benzy]oxycarbonyI)]amino]pentyI]-3-pyrrolidinoI; 

4-[[N a -(2-quinolinecarbonyi)-L-leucinyl]amino]-]-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyI)]amino]pentyI]-3-pyrrolidinone; 

(3RS,4RSM-[[N a -(piperonylcarbonyl)-L-leucinyl]aminoJ-l-f(2S)-4-methyI-2- 
30 [[(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinol; 

4-[IN 0t -(piperonylcarbonyI)-L-leucinyl]amino]-l-[(2S)-4-methyI-2- 
[[(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 

{3RS 1 4RS)^-[[N a K4-nuorobenzoyI)-L-leucinynamino]-!-K2S)-4-methyl-2- 
[f(benzyloxycarbonyI)]amino]penty!]-3-pyrrolidinol; 
35 4-f[N a -(4-fluorobenzoyl)-L-leucinyI]amino]-l-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 
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(3RS,4RS)-4-{fN a -(2-pyndylcarbonyl)-L-leucinyI|amino]-l-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)]amino]pentyI]-3-pyrrolidino!; 

44lN a <2-pyridylcarbony])-L-leucinyljamino]-l-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)]amino]penty]J-3-pyrroIidinonc; 
5 (3RS»4RS)-4-[[N a -(2-nitro-a-toluenesuIphonyI)-L'leucinyl]amino]- J-f(2S)-4- 

methyl-2-[[(benzyIoxycarbonyl)]amino]pentyI]-3-pyrrolidinol; 

4-[[N a -(2-nitro-a-toIuenesulphony!)-L-leucinyl]amino]-l-[(2S)-4-methyl-2- 
[f(benzyloxycarbonyl)]amino]pentyl]-3-pyrroIidinone; 

(3RS,4RS)^-[[N a -(8-quinoIinesu!phonyI)-L-leucinyl]amino]-l-[(2S)-4-met^^ 
10 [[(benzyloxycarbonyl)]amino]pentylJ-3-pyrrolidinol; 

4-[[N a -(8-quinoIinesulphonyl)-L-ieucinyl]amino]-l-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl))amino]pentyl}-3-pyrroiidinone; 

(3RS,4RS)-4-[[N a -(2-naphthy]carbonyl)-L-leucinyl]aininomethyI}-I- 
[(2S)-4-methyl-2-ff(benzyloxycarbonyI)]amino]pentylj-3-pyrrolidinol; 
15 4-[[N a -(2-naphthylcarbo^ 

f[(benzyloxycarbonyl)]amino]penty!J-3-pyrrolidinone; 

(3RS 1 4RS)-4-[[N a -(2-quinoIinylcarbonyl)-L-leucinyl]arninomethyI]-l- 
K2S)-4-methyl-2-[[(benzyloxycarbonyl)]amino]pentyI]-3-pyiTondinoI; 

4-[[N a -(2-quino]iny!carbonyl)-L4eucinyI]aminomethy!]-!-[(2S)-4-methyl-2- 
20 [l(benzyioxycarbonyl)]amino]pentyll-3-pyrrolidinone; 

(3RS,4RS)-4-[[N a -(phenylacetyl)-L-ieucinyl]amino]-l-[(2S)-4-methyl-2- 
[[(benzy!oxycarbonyl)]amino]pentyi]-3-piperidinol; 

4-[[N a -(phenylacetyl)-L-Ieucinyi]amino]-l-I(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)]aminoJpentyl]-3-piperidinone; 
25 (3RS,4RS)^-[[N a -(4-pyridinylmethoxycarbonyI)-L-leucinyl]am!no]-l-[(2S)-4- 
methyl-2-[[(benzyloxycarbony!)]amino]pentyl]-3-piperidinol; 

4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]arninoj-]-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)Jamino]penty]]-3-piperidinone; 

(3RS,4RSM-[[N a -(4-pyridinylmethoxycarbonyl)-L-Ieucinyi]arnino]-l-[(2R)-4- 
30 methyl-2-[[(benzyloxycarbonyl)]amino]pentyll-3-piperidinol; 

4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]- 1 -[(2R)-4-methyI-2- 
[l(benzyloxycarbonyl)]amino]pentyI]-3-piperidinone; 

(3RS,4RS)-4-[tN a -(phcnylacetyl)-L-leucinyl]amino]-l-[(2RH-methyl-2- 
[l(benzyIoxycarbonyl)]amino]pentyl]-3-piperidinoI; 
35 4-[[N a -(phenylacetyl)-L-leucinyl]amino]- I -[(2R)-4-methyl-2- 

[|(benzy3oxycarbonyI)]aminojpentyl]-3-piperidinone; 
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(3RS,4RS)^-[fN a -(4-imidazoleacetyl)-L-leuciny]]amino]-l-[(2R)-4-methyl-2- 
[[(benzyIoxycarbonyl)]amino]pentyl]-3-piperidinoI; 

4-[[N u -(4-imidazoleacetyl)-L-leucinyl]amino]-]-[(2R)-4-methyI-2- 
f[(benzyloxycarbonyl)]amino]penty]]-3-piperidinone; 

(3RS,4RS)-4-[fN a -(4-iniidazoieacetyl)-L-Ieucinyl]amino]-l-[(2S)-4-methyl-2- 
l[(benzyloxycarbony])]amino]pentyI]-3-piperidinol; 

4-[[N a -(4-imidazoIeacetyI)-L-leuciny!]amino]-]-[(2S)-4-rnethy!-2- 
[[(benzyloxycarbonyl)jamino]penty]]-3-piperidinone; 

(3RS,4RSM-[[N a -(4-pyridinylcarbonyl)-L-leucinyl]amino]-l-[{2S)-4-^^ 
ff(benzyJoxycarbonyl)]amino]pentyl]-3-piperidinol; 

4-[[N a -(4-pyridinylcarbonyI)-L-leucinyi]amino]-l-f(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)]aminojpentyl]-3-piperidinone; 

4-[[N a -(tert-butoxycarbonyl)-L-leucinyl]amino]-l-(benzyIoxycarbonyl)-3- 
piperidinone; 

(3RS,4RS)-4-[fN a -(8-quinolinesuiphonyl)-L-Ieucinyl]amino]-l- 
(benzyioxycarbonyl)-3-piperidinol; 

4-[[N a -(8-quinoliTiesulphonyI)-L-leucinyl]amino]-i-(benzyIoxycarbonyI)-3- 
piperidinone; 

(3RS,4RS)-4-l[N ft -(4-pyridinyIacetyl)-L-Ieucinyl]aminoj-l-(benzyIoxycarbonyI)-3- 
piperidinol; 

4-[lN a -(4-pyridinyiacetyl)-L-leucinyl]amino]-1-(benzyioxycarbonyl)-3- 
piperidinone; 

(3RS,4RS)-4-ffN a K4-imidazoieacetyl)-L-leuciny]]aminol-l-(benzyloxycarbonyI)- 
3-piperidinoi; * 

4-[[N a <4-imidazoieacetyl)-L-leucinyI]aniino]-l-(berizyloxycarbonyl)-3- 
piperidinone; 

(3RS,4RS).4-[[N a -(4-pyridinylcarbonyI)-L-Ieuciny l]amino]- 1 - 
(benzyloxycarbonyl)-3-piperidino!; 

4-[{N a -(4-pyridinyIcarbonyl)-L-leucinyl]amino]-l-(benzyIoxycarbonyI)-3- 
piperidinone; 

(3RS,4RS)-l-benzyi-4-[[N a -(3-isoquinolinyIcarbonyl)-L-Ieucinyl]amino]-3- 
pyrrolidinol; 

I-benzyi-4-[[N a .(3-isoquinolinylcarbonyl)-L-ieuciny!]amino]-3-pyrrolidinone; 

{3RS,4RS)-l-benzyJ-4-[[N a -(3,4-dichlorobenzoyl)-L-leucinyl]amino]-3- 
pyrroJidinoi; 

1-benzyl-4-[fN a -(3,4-dich]orobenzoyl)-L-Ieucinyl]amtno]-3-pyrrolidinone; 
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(3RS,4RS)-l-benzy]-4-[[N a -(2-naphthylcarbonyI)-L-leucinyllaminornethyn-3- 
pyrrolidinol; 

I-benxyI-4-[fN a K2-naphthyJcarbonyl)-L-]eucinyllaminomethyl]-3-pyrroHdinonc; 
(3RS,4RS)-1-benzyl-4-[[N a -(2-quinolinyIcarbonyl)-L-leucinyl]arninomethyl]-3- 
5 pyrrolidinol; 

]-benzyM-[[N a -(2-quinoiinylcarbony])-L-Ieucinyllaminomethy]]-3-pyrrolidinon^ 
(3RS,4RS)-l-benzyi-4-[[N a -(2-quino!inyicarbonyl)-L-leucinyl]aminoI-3- 
pyrrolidinol; 

l-bcnzy]-4-[[N a -(2-quinoIinyicarbonyI)-.L-!eucinyI]amino]-3-pyrrolidinone; 
10 (3RS,4RS)-l-benzyl-4-t[N a '(piperonyIcarbonyl)-L-leucinyl]aminol-3-py!roHdinol; 

l-benzyi-4-([N a -(piperonylcarbonyI)-L-Ieucinyl]aminol-3-pyrrolidinone; 

(3RS,4RS>NbenzyI-4-[[N a -(4-fluorobenzoyl)-L-Ieucinyl]amtno]-3-pyrrolidinol; 

l-benzyl-4-ffN a -{4-fluorobenzoy!)-L-leucinyi]amino]-3-pyrro[idinone; 

(3RS,4RS)-l-benzyl-4-[[N a -(6-hydroxy-2-naphthylcarbonyi)-L-ieucinyl!amino1- 
15 3-pyrrolidinol; 

l-benzyl-4-ffN a -(6-hydroxy-2-naphthylcarbonyl)-L-ieucinyIlaminol-3- 
pyrrolidinone; 

(3RS,4RS)-3-benzyl-4-[fN a -(2-naphthyIcarbonyl)-L-Icucinyl|aminol-3- 
pyrrolidinol; 

20 l-ben2yI-4-[[N a -(2-naphthylcarbonyI)-L-leucinyi|amino]-3-pyrrolidinone; ■ 

(3RS,4RS)-l-benzyi-4-[[N 0t -(6-quinolinyicarbonyl)-L-Ieucinyi]amino]-3- 
pyrrolidinol; 

]-ben2yl-4-[[N a ^6-quinoltnylcarbonyl)-L-leucinyl]arriino]-3-pyrrolidinone; 
(3RS»4RS)-]-benzyl-4-[fN a -(4-imidazoieacetyl)-L-Ieucinyl]amino]-3-pyrrolidinoI; 
25 l-benzyl-4-[[N a -(4-irnidazoIeacetyl)-L-leucinyl]amino]-3-pyrro]idinone; 

(3RS 1 4RS)-I-benzyl-4-[[N a -(4-pyridinylcarbonyl)-L-!eucinyl]amino]-3- 
pyrrolidinol; 

l-benzyl-4-[fN a -{4-pyridinylcarbonyI)-L-leucinyl]amino]-3-pyrroIidinone; 
4-[[N a -(tert-butoxycarbony])-L-leucinyl]amino]-l-benzyloxycarbonyl-3- 
30 pyrroiidinone; 

(3RS,4RSM-[[N a -(4-pyridinylmetboxy)carbony]J-L-leucinyI]arnino]-l- 
[(2R)-4-rnethyl-2-[[(benzyloxycarbonyl)]amino]pentyI]-3-pyrrolidinol; 

4-[[N a -(4-pyridiny!methoxy)carbonyI]-L-leucinyl]arninol-l-I(2R)-4-methyt-2- 
[[(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 
35 (3RS,4RS)-4-[fN a -(4-pyridinylmethoxy)carbony I)-L-leuciny !]amino]- 1 - 

[(2S)-4-methyl-2-[[(tert-butoxycarbony!)]amino]pcmylJ-3-pyrro!idinone; 
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4-[[N a -(4-pyridinyjme 
[[(tert-butoxycarbonyl)]amino]pentyi]-3-pyrrolidinone; 

4-[fN a -(4-pyridinylmethoxy)carbonyI]-L-Ieucinyl]amino]- 1 - 
|(2S)-4-methy!-2-(amino)pentyl]-3-pyrroIidinone; 

(3RS T 4RS)-4-[[N a -(2-methy]propoxy)carbonyl]-L-leucinyl|amino]-i- 
[C2S)-4-methyI-2-[[(benzyIoxycarbonyl)]amino]pentyI]-3-pyrroIidino]; 

4-ffN a -(2-methylpropoxy)carbonyl]-L-leuciny]]amino}-l-[(2S)-4-methyI-2- 
[[(benzyloxycarbonyI)]amino]penty]]-3-pyrrolidinone; 

(3RS,4RSM-[[N a -(methylamino)t^ 
methyl-2-[f(benzyloxycarbonyl)]arxiino]pentyI]-3-pyrrolidinol; 

4-[[N a -(methyIamino)thiocarbonyI]-L-Ieucinyl]amino]-I-[(2S)-4-meth 
[[(benzyIoxycarbonyl)jamino]perityl]-3-pyrroiidinone; 

(3RS,4RS)-4-f[N a -(phenylmethyIamino)carbonyl]-L-IeucinyI]aminoI-l- 
[(2S)-4-methyl-2-[[(benzyloxycarbonyl)]amino]pentyI]-3-pyrrolidinol; 

44[N a -(phenyimethylamino)carbonyl]-L-!eucinyI]amino]-I-[(2S)-4'm 
[[(benzyIoxycarbonyl)]amino]penty3]-3-pyrroIidinone; 

(3RS,4RSM-[[N a -(3,4-dichIorophenylamino)carbonyl]-L-]euciny!]aminoJ-l- 
[{2S)-4-methyI-2'[f(benzyIoxycarbonyl)]amino]pentyI]-3-pyrrolidinol; 

4-[[N a -(3,4-dichlorophenylamino)carbonyl]-L-leucinyilamino]-I-[(2S)-4-m 
2-[f(benzyloxycarbonyI)]amino]pentyl]-3-pyrro3idinone; 

(3RS,4RS)-1-benzyl-4.[[N a -(3,4-dichlorophenylamino)-L-ieucinyi]amino]-3- 
pyrrolidinol; 

^benzyl-4-[[N a K3Adich]orophenyIamino^L-leucinyl]amino]-3-pyrrolidinone; 

(3RS t 4RS)-4-[[N a -( 1 ,2,3,4-tetrahydro-6-quinoIinecarbonyl)-L-leucinyI|amino]- 1 - 
f(2S)-4-methyl-2-[(p-toluenesulphonyl)amino]pentyI]-3-pyrrolidinoI; 

4-[[N a -(l ,2,3 t 4-tetrahydro-6-quinolinecarbonyl)-L-leucinyl ]amino]- I-f(2S)-4- 
methyl-2-[(p-toluenesulphonyI)amino]pentyl]-3-pyrrolidinone; 

(3RS,4RS)-4-[[N a -(l,2,3,4-tetrahydro-6-quinolinecarbonyl)-L-leucinyI]amino]-I- 
f(2S)-4-methyI-2-f(acetyi)amino]pentyl]-3-pyrrolidinoJ; 

4-[[[N a -(l,2,3,4-tetrahydro-6-quinoIinecarbonyl)-L-leuciny]jamino]-l- 
[(2S)-4-methyl-2-[(acetyl)amino]pentylJ-3-pyrrolidinone; 

(3RS ) 4RS)-4-[[N a -(4-fluorobenzoy!)-L-Ieucinyilamino]-i-[(2S)-4-methyi.2- 
[(acetyl)amino]pentyl]-3-pyrrolidinoI; 

4-[[[N a -(4-fluorobenzoyJ)-L-leucinyJ]amino]-l-f(2S)-4-methyi-2- 
[(acetyi)amino]pentyI]-3-pyrrolidinone; 

(3RS,4RS)-4-[[N a K4-fiuorobenzoy!)-LMeucinyl]amino]-l-[(2S)-4-methyI-2-[(p- 
toIuenesulphonyI)amino]pentyl]-3-pyrroiidinol; 
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4-[[N a -(4-fluorobenzoyl)-L-leucinyilamino]-1-[(2S)-4-methyl-2-[(p- 
toIuenesuiphonyl)amino]pentyl]-3-pyrrolidinone; 

(3RS,4RSM-[[N a -(4-fluorobenzoyl)-L-leuciny]]amino]-l-[(2S)-4-methyI-2- 
[(methanesulphonyi)amino]pentyI]-3-pyrroiidinone; 

4-[[N cc -(4-fIuorobenzoyl)-L-leucinylIarnino]-l-I(2S)-4-methyI-2- 
t(methanesulphonyI)amino]pentyI]-3-pyrrolidinone; 

(3RS,4RS)-4-[[N a -(4-fluorobenzoyi)-L-Ieucinyl]aminoJ-I4(2wS)-4-methy[-^ 
toluenesuIphonyl)aminoJpentylJ-3-pyrrolidinone; 

4-[[N a -(4-fluorobenzoyl)^ 
toluenesulphonyl)amino)pentyI]-3-pyrrolidinone; 

(3RS^RSH-(2-phenethyl)-4-[^ 
pyrrolidinol; 

l-(2-phenethyJ)-4-[[N a -(4-fluorobenzoyI)-LMeuciny[]amino]-3-pyrrolidinone; 

(3RS,4RS)-l-(2-phenethyI)-4-l[N a -(2-quinolinylcarbonyl)-L-Ieucinyl]a 
pyrrolidinol; 

l-(2-phenethyl)-4-[[N a K2-quinolinylcarbonyI)-L-leucinyl]amino]-3-pyrrolidinone; 

(3RS,4RS)-l-(2-phenethyl)-4-[[N a -(2-naphthylcarbonyl)-L-ieucinyl]amino]-3- 
pyrrolidinol; 

I-(2-phenethyl)-4-[(N a -(2-naphthyIcarbonyl)-L-leuciny!lamino]-3-pyrroIidinone; 

(3RS,4RS)-l-(2-phenethyI)-4^[N a Ka-toiuenesulphonyI)-L-leucinyl]arnino]-3- 
pyrrolidinol; 

i-(2-phenethyl)-4-[[^-(a-^ 

(3RS,4RS)-l-(2-phenethyI)-4-[[N a -(2-nitro-a-toluenesulphonyl)-L- 
leucinyljaminoj- 3-pyrrolidinol; 

l-(2-phenethyi)-44[N a -(2-nitro-a-toluenesulphonyl)-L-leucinylJamino]-3- 
pyrrolidinone; 

(3RS,4RS)-4-[[N a -(2-phenylacetyl)-L-leucinyl (amino]- l-[(2S)-4-methyl-2-U(4- 
pyridinylcarbonyl)]amino]pentyl]-3-pyrroIidinol; 

4-[[N a -(2-phenylacetyl)-L-Ieucinyl]amino]-l-[(2S)-4-methyI-2-[[(4- 
pyridinylcarbonyl)]amino]pentyl]-3-pyrrolidinone; 

(3RS 1 4RS)-4-[[N a -(2-phenylacetyl)-L-leuciny]]aminoj-l-f(2S)-4-methyl-2-[[(p- 
toluenesulphonyl)Jamino]pentyl]-3-pyrroHdinoJ; 

4-[(N a -(2-phenylacetyl)-L-leucinyl]amino]-l-[(2S)-4-methyl-2-[[(p- 
toluenesulphonyl)]amino]pentyl]-3-pyrrolidinone; 

(3RS,4RSH-t[N a -(2-phenylacetyI)-L-leucinyl]amtnol-l-[(2S)-4-meth 
imidazoIeacetyl)]amino]pentyl]-3-pyrrolidinoi; 



- 152- 



WO 98/05336 PCT/US97/13875 

44fN a -(2-phenyIacetyi)-L-IeucinyI]amino]-I-[f2S)-4-methyl-2-[[(4- 
imidazoleacety!)]amino]pentyl]-3-pyrrolidinone; 

(3RS,4RS)-4-[(4-phenoxybenzoyl)amino]-I-[(2S)-4-methyI-2- 
[[(benzyloxycarbonyl)Jamino]pentanoy]]-3-pyrro1idinolycarbonyI)-L- 
leucinyl]aminoJ-3-pyrroIidinoI; 

i-(3-nitrobenzyl)-4-[[N a -(4-pyr^ 
pyrrolidinone; 

(3RS,4RS)-I-(2-nitrobenzyl)-4-[fN a -(4-pyridiny!methoxycarbonyI)-L- 
leucinyl]amino]-3-pyrrolidinoI; 

I-(2-nitrobenzyl)-4-[tN a -(4-pyridinyimethoxycarbony])-L-leucinyl]amino]-3- 
pyrrolidinone; 

(3RS»4RS)-l-(4-cyanobenzyI)-4-[[[N a -(4-pyridinyimethoxycarbonyI)-L- 
Ieucinyi]amino]-3-pyrrolidinol; 

l-(4-cyanobenzyI)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl)amino]-3- 
pyrrolidinone; 

(3RS,4RS)-l-(4-bromobenzyi)-4-[[N a -(4-pyridinylmethoxycarbonyI)-L- 
!eucinyI]aminoI-3-pyrrolidinol; 

lK4-bromobenzyl)-4-{[N a -(4-pyridinyIniethoxycarbonyI)-L-!eucinyl]amino]-3- 
pyrrolidinone; 

(3RS,4RS)-l-phenethyl-4-[[N a -(4-pyridinyImethoxycarbonyl)-L-ieucinyl]amino]- 
3-pyrroIidinoi; 

l-phenethyl-4-[[N a -(4-pyridinyImethoxycarbonyl)-L-]eucinyl]aminoJ-3- 
pyrroiidinone; 

1-{3-aminobenzyl)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L 
pyrrolidinone; 

(3RS t 4RS)-l-(3-benzyioxybenzyl}-4-[[N ct -(4-pyridmylmethoxycarbonyl)-L- 
IeucinyI]ammo]-3-pyrrolidinoI; 

l-(3-benzyloxybenzy!)-4-[[N a -(4-pyridinylmcthoxycarbonyl)-L-leucinyl]aminoJ-3- 
pyrrolidinone; 

(3RS,4RS)-l-(3-hydroxybenzyI)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L- 
leucinyl]amino]-3-pyrrolidinol 

l-(3-hydroxybenzyl)-4-[rN a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]aminol-3- 
pyrrolidinone; 

(3RS 1 4RS)-l-ethyl-4-[[N a -(4-pyridinyimethoxycarbonyl)-L-leucinyI]amino]-3- 
pyrrolidinol; 

I-ethyl-4-[[N a -(4-pyridinylmethoxycarbonyl>L-leuciny]]amino]-3^^ 
(3RS,4RS)-]-cyclopropy]methyI-4-[[N a -(4-pyridinylmethoxycarbonyl)-L- 
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leucinyl]amino]-3-pyrrolidinol; 

l-cyclopropylmethyl-4-[[N a ^^^ 
pyrrolidinone; 

(3RS,4RS)-l-(2-N t N-dimethyIaminoethyl)-4-[ffN a -(4-pyridmylmethoxycarbonyl^ 
5 L-leucinyl]amino]-3-pyrrolidinol; 

l-(2-N t N-dimethylaminoethyl)-4-[[N a -(4-pyridinyimethoxycarbonyl)-L- 
leucinyl]amino]-3-pyrrolidinone; 

(3RS,4RS)-l-(2-morpholinoethyl)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L- 
ieucinyl)amino]-3-pyrrolidinonol; 

10 I-(2-morphoiinoethy!)-4-[[N a -(4-pyridinyImethoxycarbonyi)-L-leucin 
pyrrolidinone; 

{3RS t 4RS)-]-(2-bromobenzyl)-4-[[N a -(2-pyridinyImethoxycarbonyi)-L- 
leuciny]]aminol-3-pyrro!idinonol; 

l-(2-bromoben2yl)-4-[[N a -(2-pyridinylmethoxycarbonyl)-L-Ieucinyl]amino]-3 
15 pyrroiidinonone; 

(3RS,4RSM-[[N a -{4-pyrdinylmethoxy)carbonyl)-L-leucinyIlamino]-l- 
f(2S)-4-methyl-2-[r(benzyIoxycarbonyI)jamiao]pentyi]-3-pyrrolidinol; 

4-[[N a -(4-pyrdinyImethoxy)carbonyI)-L-leucinyl]amino|-!4(2S)-4-methyI-2- 
• l[(benzyloxycarbonyI)]amino]pentyl]-3-pyrroIidinone; 
20 (3RS,4RS)-4-[[N a -{4-pyrdinyimethoxy)carbonyl)-L-Ieuciny 1 jamino]- 1 - 

l(2S)-4-methyl-2-f[(benzyloxycarbonyI)]aminomethy]Jpentyl]-3-pyrrohdinoI; 

4-[[N a -(4-pyrdinyimethoxy)carbonyO^^ 
[r(benzyIoxycarbonyl)laminomethyl]pentylj-3-pyrroIidinone; 

(3RS 1 4RS)-4-[[N a -[(2-pyridinytmethoxy)carbonyI]-L-leucinyi jamino]- i- 
25 [(2S)-4-methyl-2-[[(benzyioxycarbonyI)]amino]penty]]-3-pyrroiidinol; 

4-l[N a -[(2-pyridinyImethoxy)carbonyI]-L-!eucinyl]amino]-3-[(2S)-4-m 
[[(benzyloxycarbonyl)]amino]pentyll-3-pyrrolidinone; 

(3RS,4RS)-4-[[N a -[(3-pyridinyImethoxy)carbonyll-L-leucinyl]amino]-l-[(2S}-4- 
methyI-2-r((benzyloxycarbonyi)]amino]penty]]-3-pyrrolidinoI; 
30 4-[[N a -[(3-pyridinyliT)ethoxy)carbonyl]-L-Ieuciny]]amino]'!4(2S)-4-m 
[I(benzyioxycarbonyl)laminolpentyl]-3-pyrrolidinone; 

(3RS,4RS)-4-[|?s| a -(benzyloxycarbonyl)-L-leucinyl]amino]-l-[(2S)-4^ 
[[(benzyIoxycarbonyl)]amino]pentyI]-3-pyrrolidinoi; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyI]amino]- 1 -[(2S)-4-methyi-2- 
35 [r(benzyloxycarbonyl)]amino]pentyll-3-pyrroiidtnone; 

(3RS,4RS)^-[[N a -(4-pyridinylrnethoxycarbonyl)-L-leucinyl]arninomethyl]-I- 
[(2S)-4-methyI-2-[{(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidino]; 
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4-[[N a -(4-pyridinyIme^ 
2-[[(benzyIoxycarbonyl)Jamino]pentyI]-3-pyrro!idinone; 

(3RS,4RS)-l-benzyl-4-[[N a -(2-nitr^^ 
pyrrolidinol; 

5 ^benzy]-4-[[[NV2-nitro-a-toluenesulphonyI)-L-IeucinyIjamino]-3-pyrroIi^ 

(3RS,4RS)0-benzyl-4-[[N a -(phenyisuIphonyl)-L-leucinyI]amino]-3-pyrro]idinoi; 

l-bcnzyl-4-[fN a -(phenylsulphonyI)-L-leucinyl}amino]-3-pyrrolidinone; 

(3RS,4RS)-l-benzyl-4-{fN a -(a-toluenesu]phonyl)-L-Ieucinyl]amino]-3- 
pyrrolidinol; 

10 i-benzy]-4-[[N a -(a-toluenesulphonyI)-L-Ieuciny!]amino]-3-pyrroIidinone; 

(3RS,4RS)-l-benzyl-4-[[N a -(2-naphthylsulphonyi)-L-Ieucinyl]amino]-3- 
pyrroiidinoi; 

l-benzyI-44[N a -(2-naphthylsulphonyI)-L-ieucinylJamino]-3-pyrrolidinone 

(3RS,4RS)-l-benzyl-4-[fN a -(2-naphthylcarbonyl)-L-leucinyI]amino]-3- 
15 piperidinol; 

l-benzyI-4-[[N a -(2-naphthyIcarbony!)-L-leucinyl]amino]-3-piperidinone 

(3RS,4RS)-l-benzyI-4-[[N a -(2-quinolinyicarbony!)-L-IeucinyI]aminol^^ 
piperidinol; 

l-benzyl-4-[lN a -(2-quino]inyIcarbonyi)-L-leucinyl|amino]-3-piperidinone; 
20 (3RS t 4RS)-I-benzyl-4-[[N a -(2-naphthy]sulphonyl]amino{-3-piperidinol; 

l-benzyI-4-[[N a -(2-naphthylsulphonyI)-L-Ieuc!nyI]amino]-3-piperidinone; 
(3RS,4RS)-4-[[N a -(beazyioxycarbony])-L-ieucinyi]aminomethyil- 1 - 
f(2S)-4-methyi-2-[[(benzy3oxycarbonyl)]aminomethy!]pentanoyl]-3--pyrroIidinol; 

4-[rN a -(benzyloxycarbonyI)-L4euciny!]aminomethyl]-I-L(2S)-4-methyl-2- 
25 l[(benzyloxycarbonyl)]aminomethyl]pentanoyl]-3-pyrroIidinone; 

(3RS t 4RS)-4-[(2S)-4-methyI-2-[(benzyloxycarbonyl)amino]pentyl]-l- 
f(2S)-4-methyi-2-[[(benzyloxycarbonyl)]amino]pentanoyI]- 
3-pyrrolidinol; 

4-[(2S)-4-methyI-2-[(benzyloxycarbonyl)amino]pentyl]- 1 - 
30 l(2S)-4-methyl-2-[[(benzyloxycarbonyl)]amino]pentanoyl]- 
3-pyrroIidinone; 

(3RS f 4RS)-4-[[N a -(4-f1uorobenzoy!)-L-leuciny i]amino]- 1 - 
[2-[(a-toluenesulphonyI)amino]ethyl]-3-pyrroIidinol; 

4-[[N a -(4-fluorobenzoyI)-L-Ieucinyl]amino]- 1 - 
35 [2-[(a-toluenesuIphonyl)amino]ethyl]-3-pyrroiidinone; 

(3RS,4RS)-4-[[N a -(4-fluorobenzoy])-L-Ieucinyl]amino]-l-benzoyI-3-pyrrolidino 
4-[[N a -(4-fluorobenzoyI)-L-Ieucinyl]amino]-l-benzoy]-3-pyrrolidinone; 
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(3RS,4RS)-4-[[N a -(piperonylcarbonyl)-L-leuciny!]aminoJ-!-benzoyl-3- 
pyrrolidinol; 

4-[[N a -(piperonylcarbony ])-L-ieucinyl Jamino]- 1 -benzoyl-3-pyrrolidinone; 
{3RS,4RS)-4-[fN a -(4-nuorobenzoyI)-L-leuciny 1 laminol- 1 - 
5 [2-[(4-fluorobenzoyl)amino]ethyI]-3-pyrrolidinol; 

4-[[N a -(4-fluorobenzoy I)-L-leuciny IJamino}- ) - 
[2-[(4-fluorobenzoyl)amino]ethyl]-3-pyrroIidinone; 

(3RS,4RS)-4-[[N a -(^rr-butoxycarbonyi)-L-]eucinyl]amino|-l-benzoyl-3- 
pyrrolidinol; 

10 4-[[N a -(^^butoxycarbonyl)-L-leucinyi]amino]-l-benzoyl-3-pyrrolidinone; 
(3RS,4RS)-4-[[N a -(4-fluorobenzoy l)-L-leuciny IJamino]- l-[(2S)-4- 
methyl-2-[(4-fluorobenzoyl)amino]pentyl]-3-pyrrolidino]; 

4-[[N a -(4-fluorobenzoyl)-L-leucinyI]amino]-l-[(2S)-4- 
methyl-2-[(4-fluorobenzoyl)amino]pentyIl"3-pyrroiidinone; 
15 4-[[N a -(4-carboxybenzoyl)-L-leucinyI]amino]-I"[(2S)-4- 
methyl-2-{(4-fluorobenzoyl)amino]pentylJ-3-pyrrolidinone; 
1 -benzy 1-4- [ [N a -{4-carboxy benzoy I)-L-leuc in y 1 ]ami no]-3- 
pyrroiidinone; 

(3RS.4RS)- 1 -benzyl-4-[fN a -(4-carboxymethyl)benzoy I)- 
20 L-leucinyi]amino]-3-pyrrolidinol; 

l-benzyl-4-[[N a -(4-carboxymethyl)benzoyl)-L-leucinyl]aminoJ-3-pyrroIidinone; 

(3RS > 4RS)-4-[[N a -[(4-carboxymethyI)benzoyll-L-leucinyl]amino]-1- 
[{2S)-4-methyI-2-l[(4-fluorobcnzoyl)amino]pentyl]-3-pyrrolidinol; 

4-[[N a -[(4-carboxymethyl)benzoyI]-L-!eucinynamino]-I-[(2S)-4- 
25 methyI-2-[[(4-fluorobenzoyl)arnino]pentyl]-3-pyrrolidinone; 

(3RS,4RS)-]-phenethyl-4-[[N a -(2-amino-a-toluenesulphonyI)-L-ieucinyl]amino]-3- 
pyrrolidinol; 

l-phenethyl-4-[[N a -(2-amino-a-toluenesuiphonyl)-L-leucinyi]amino]-3- 
pyrrolidinonc; 

30 (3RS t 4RS)-4-[[N a -(2-naphthylcarbonyl)-L-leuciny3]aminol-l -benzoy 1-3- 

piperidinol; 

4-l[N a -(2-naphthylcarbonyl)-L-IeucinyI]amino]-l-benzoyl-3-piperidinone; 
C3RS,4RS)-4-[[N a -(2-quinoIinecarbonyl)-L-ieucinyl]aniino]-l-benzoy]-3- 
piperidinol; 

35 4-[[N a -(2-quinolinecarbony])-L-leuciny IJamino]- 1 -benzoyI-3-piperidinone; 

(3RS,4RS)-4-[[N a -(34soquinoHnecarbonyl)-L-leucinyl]arriinoJ-l-benzoy[-3- 
piperidinol; 
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4-[[N a -(34soquinolinecarbonyl)-L-leucinyI]amino]-l-benzoyI-3-piperidinone; 

(3RS,4RS)-4-[[(2S)-4-methyl-2-(benzyl)oxy]pentanoyl]- 1 - 
l(2S)-4-methyl-2-[[Cbenzyloxycarbonyl)]amino)pentanoyl]- 
3-piperidinol; 

4-[[(2S)-4-methyl-2-(benzy DoxyjpentanoyI]- 1 - 
[(2S)-4-methy]-2-[f(benzyIoxycarbonyI)]arnino]pentanoyl]- 
3-piperidinone; 

(3RS/WS)-4-f[3-(2-pyridyl)phenylac^ 

4-[[3-(2-pyridyI)phenyiacetyI)]amino]-l-[3-(2-pyridyI)phenylacetyl)]-3^ 
piperidinone; 

(3RS,4RS)-4-[[N a -(p-trifluoromethanephenylsuiphonyI)- 
L-]eucinyl]amino]-1-[3-(2-pyridyl)phenylacetyl)]-3-piperidinol; 

4-[[N a -(p-trifluoromethanephenylsulphonyl)- 
L-leucinyl]amino]-]-[3-(2-pyridy])phenyiacetyi)J-3-piperidinone; 

(3RS,4RS)-4-[[N a -(2-naphthyIsulphonyl)- 
L-leucinyl}arnino]-i-[3-(2-pyridyl)phenylacetyl)]-3-piperidinoI; 

4-[[N a -(2-naphthylsuiphonyl)- 
L-IeucinyI]amino]-l-[3-(2-pyridyl)phenyiacetyI)l-3-piperidinone; 

(3RS,4RS)-4-[fN a -(3,4-dichlorophenylsulphony])- 
L-Ieucmyllamino]-l-[3-(2-pyridy])phenyIacetyl)]-3-piperidinol; 

4-[[N a -(3,4-dichlorophenylsuIphonyI)- 

L-Ieucinyl]aminoJ-I-[3-(2-pyridyl)phenyiacetyl)]-3-piperidinone; 

(3RS,4RS)-4-[[N a Kniethancsulphonyl)-L-Ieucinyl]amino]-l-[3-(2-pyndyl)phenylacety!)l 
piperidinol; 

4-[[N a -(methanesuIphonyl)-L-leuri^ 

(3RS,4RS)-4-[[N a -(4-fluorophenylsulphonyl)-L-leucmyL]amino]-l-[3-(2- 
pyridyl)phenylacetyl)]-3-piperidinol; or 

4-[[N°-(4-fiuorophenylsuIphony^^ 
piperidinone; 

or a phamaceuticaily acceptable salt thereof. 

17. A compound according to claim 1 which is: 

4-[[N a -(benzyioxycarbonyl)-L-!eucinyllamino]-l-[(2S)-4-methyl-2- 
[[(benzyioxycarbonyl)]amino]pentanoyl]-3-pyrrolidinone; 

4-[[N a <benzyloxycarbonyl)-L-leucinyl]arnino]-l-[4-(phenoxybenzarnide)l-3- 
pyrrolidinone; 



- 157- 



WO 98/05336 



PCT/US97/13875 



4-[[N a -(benzyloxycarbonyI)-L-ieucinylJamino]-l-[4-(bipheny!ethanoy!)]-3- 
pyrrolidinone; 

4-[[N a -(benzyIoxycarbonyl)-L-!euciny Ijamino]- ! - | (2S)-4-methy1-2- 
[f(benzyioxycarbonyI)]aminomethyI]pentanoy]]-3-pyrrolidinone; 
5 4^[N a -(benzyIoxycarbonyI)-L-leucinyl]amino]-I-[(2S)-4-rnethyl-2-[i(tert- 
butoxyoxycarbonyI)JaminornethylJpentanoyI]-3-pyrro]idinonone; 

4-[[N a -(benzyloxycarbonyI)-L-leuciny[]amino]-l-f(2S)-4-methy]-2- 
(aminomethyl)pentanoyl]-3~pyrrolidinone; 

4-[[N a -(benzy]oxycarbonyl)-L-IcucinyI]amino]-i-tert-butoxycarbonyl-3- 
10 pyrroiidinone; 

4-[[N a -(benzyIoxycarbonyl)-L-leucinyl]amino)-3-pyrrolidinone; 
44[N a ^benzy]oxycarbonylH.-!eu^ 

butoxycarbonyl)ethanoyl]aminomethyl]pentanoyl]-3-pyrroiidinone; 

4-l(N a -(benzyloxycarbonyl)-L-IeucinyI]amino]-l-[(2S)-4-methyl-2- 
15 [(ethanoyl)aminome{hyl]pentanoyI]-3-pyrrolidinone; 

4-[(N a -(benzyloxycarbonyl)-L-leucinyilamino]-i-[(2SH«methy!-2-[[(tert- 
butoxycarbonyl)]aminoJpentanoyl]-3-pyrroIidinone; 

4-ffN a -(benzy!oxycarbony)-L-]eucinylJamino]-l-[(2R)-4-methyI-2- 
[[(benzyloxycarbonyI)]aminoJpentanoyl3-3-pyrroIidinone; 
20 4-[[[N°-(benzy loxycarbony!)-L-leucinyl]amino]- 1 -f 2- 

[(benzyIoxycarbonyl)atnino]ethanoyl]-3-pyrrolidinonone; 

4-[[N a -(benzyIoxycarbony)-L-leucinyIjaminol-l-[(2S)-2- 

[[{benzyloxycarbonyl)]amino]propanoyI]-3-pyrrolidinone; 

4-[[N a -(benzyloxycarbonyI)-L-Ieucinyljamino]-l-[cyclohexanepropanoyi]-3- 
25 pyrroiidinone; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyl]amino]-l-[(2S)-4-methyl-2-[[{4- 
pyridinylmethoxycarbonyl)]amino]pentanoyI]-3-pyrroIidinone; 

4-[[N a -(benzyioxycarbonyl)-L-leucinyl]amino]-I-[(2S)-4-methyl-2-[[(2- 
pyridinylmethoxycarbonyl)]amino]pentanoyl]-3-pyrrolidinone; 
30 4-[[N a -(benzyioxycarbonyl)-L-leucinyl]aminol-l-[(2S)-4-methyl-2-[[(3- 
pyridinyImethoxycarbonyl)]aminolpentanoyIl-3-pyrroiidinone; 

4-[[N a -(benzyloxycarbonyI)-L-Ieucinyl]amino]-I-(2-pyridyIcarbonyl)-3- 
pyrrolidinone; 

4-[[N a -(benzyloxycarbonyl)-L-Ieucinyl]arainol-l-[(2S)-4-methyI-2- 
35 [[(benzyIoxycarbonyl)]amino]pentanoyl]-3-piperidinone; 

4-[[N a -(benzyloxycarbonyl)-L-IeucinyIlamino]-I-[4-(biphenyI)ethanoyl]-3- 
piperidinone; 
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4-[[N a -(benzyloxycarbonyI)-L-ieucinyl]amino]-l-l(2SH-methy!-2- 
[[(benzyloxycarbonyl)]aminomethyl]pentanoyI]-3-piperidinone; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyllamino]-l-tert-butoxycarbony]-3- 
piperidinone; 

5 4-[[N a -(benzyloxycarbony])-L-Ieucinyi]amino]-I-r2-[[Cbenzyloxycarbonyl)Jiso- 
butylaminojethanoyI]-3-piperidinone; 

4-[[N a -(benzyloxycarbonyO-L-Ieuciny]]amino]-l-[2-[(tert- 
butoxycarbonyl)amino]ethanoy]J-3-piperidinone; 

4-[[N a -(benzyioxycarbony])-L-leucmyl]amino]-l-[2-(amino)ethanoyli-3-- 
10 piperidinone; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyIlamino]-l-(4-methyIpentanoyl)-3- 
piperidinone; 

4-[fN a -(benzyloxycarbonyI)-L-leucinyI]amino]-l-(benzoyl)-3-piperidinone; 
4-[[N a -(benzyloxycarbonyl)-L-IeucinyI]amino]-I-(acety])-3-piperidinone; 
15 4-[fN a -(benzy!oxycarbonyl)-L-Ieucinyl]amino]-l-(2-pyridoxyacetyl)-3- 
piperidinone; 

4-[[N a -(benzyloxycarbonyI)-L-ieucinyl]amino]- 1 -[2- 

[(benzyloxycarbonyI)methylamino]ethanoyl]-3-piperidinone; 

4-[[N a -(benzyloxycarbony}-L-!eucinyl]amino]-]-[3-(2-pyridyl)phenylacetyl)]-3- 
20 piperidinone; 

4-[ [N a -(benzy loxy carbony ])-L-Ieuciny l]amino]- 1 - [2- 
f(benzyloxycarbonyI)methylamino]ethanoyl]-3-pyrroiidinone; 

4-[[N a -(benzy!oxycarbonyI)-L-leucinyl]amino]-l-(2-(phenoxy)ethanoyI]-3- 
pyrrolidinone; 

25 4-[[[N a -(4-pyridinyImethoxyca^ 
3-pyrroIidinone; 

4-[[N a -(4-pyridinyImethoxycarbony)-L-leuciny!]aminoj- 1 -ethanoy 1-3- 
pyrrolidinone; 

4-[[N a -(4-pyridinyimethoxycarbonyl>L-leucinyi]amino]-l-(4-cyanobenzoy])-3- 
30 pyrrol idinone; 

4-f[N a -(4-pyridinyImethoxycarbonyI)-L-leucinyl]amino]-]-tert-butoxycarbonyl-3- 
pyrrolidinone; 

4-[[N a -(3-pyridinylmethoxycarbonyl)-L^ 
pyrrolidinone; 

35 4-f[N a -(3-pyridinyimethoxycarboriyl)-L-Ieucinyl]arnino]-3-pyrrolidinone; 

4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-3-pyrrolidinone; 
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4-[[N a idinylmethoxycarbonyl)-L-leucinyljamino]-l-[(2S)-4-methyI-2- 
[[(benzyloxycarbonyl)]aminomethyi]pentanoyl)-3-pyrro]idinone; 

4-[[N a -(4-pyridinyimethoxycarbonyl)-L-Ieucinyi|amino]-14(2S)-4-methyl-2-n(4- 

pyridinyImethoxycarbonyi)]amino]pentanoyl]-3-pyrroIidinone; 

5 4 -llN a -(4-pyridiny!methoxycarbonyi)-L-]eucinyl]amino]-]-[(2S)-4-meth 

[[(benzyloxycarbonyI)}arninomethylJpentanoyl]-3-pyrroIidinone; 

4-[fN a -(3-isoquinolinecarbony!)-L-leucinyI]amino]-l-[(2S)-4-rnethy]-2- 

[[(benzyloxycarbonyl)]amino]pentyI]-3-pyrrolidinone; 

4-[[N a -(4-pyridiny!methoxycarbonyl)-L-leucinyI]amino]- 1 -[ I - 

10 (adamantyl)carbonyI]-3-pyrrolidinone; 

44[NVbenzyloxycarbonyi)-L-leucinyl}amino]-l-(4-methyl-pentanoyl)-3- 
pyrrolidinone; 

4-[fN a -(benzyioxycarbonyl)-D-leucinyI]aminoI-l-[(2S)-4-methyl-2- 

[[(benzyloxycarbonyI)]amino)pentanoyl]-3-piperidinone; 

15 4-[[N a -(tert-butoxycarbonyl)-L-leucinyI]aminoJ-l-f(2S)-4-methyl-2^ 

[[(benzyloxycarbonyl)Jamino]pentanoyl]-3-piperidinone 

4-[fN a -(benzyioxycarbonyI)-N £ -(tert-butoxycarbonyI)-L-]ysine]aminoJ-l- 

[(2S)-4-methyI-2-[[(benzyioxycarbonyI)]aminolpentanoyI]-.3-piperidinone; 

4-[fN a ^4-pyridinylmethoxycarbonyI)-L-IeucinyI]amino]-l-ten*butoxycarbonyl-3- 
20 piperidinone; 

4-[[N a -(4-pyridinylmethoxycarbonyI)-L-!eucinyl]amino]-!-(4-methyIpentano^ 
piperidinone; 

4-[[N a -(4-pyridinyImethoxycarbony])-L-Ieucinyl]amino]-I-[2- 

(benzyloxycarbonyl)]iso-butylamino]ethanoyl]-3-piperidinone; 

25 4 -[f N -2-(benzyJoxycarbonyl)]iso-butylamino]ethanoyl]-1-[(2S)-4-methy!-2- 

[t(benzyloxycarbonyl)]ammo]pentanoyl]-3-piperidinone; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyl]amino]-!-(methanesulphonyl)-3- 
piperidinone; 

4-[[N a -(benzyIoxycarbonyl)-L-Ieucinyllamino]-l-(phenylsuIphonyi)-3- 
30 piperidinone; 

4-[[N a .(4-pyridinylmethoxycarbonyl)-L-leucinyl]arninoJ-l-(8-quinolinesuiphony])- 
3-pyrroiidinone; 

4-[[N c -(4-pyridinylmethoxycarbonyl)-L-leucinyi]amino]-l-(2-pyri^ 
pyrrol idinone; 

35 4 -[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyi]amino]-l- 
[(2-propoxy)carbonyl]-3-pyrrolidinone; 

4-[[N a -(4-pyridinylmethoxycarbonyl)-L-Ieucinyi]amino]- 1 -[(3-methyi- 1 - 
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propoxy)carbonyl]-3-pyrrolidinone; 

4-[[N a -(benzyloxycarbonyI)-L-leuciny]]aminoJ-l-K4-phenoxy)phenyIsulphonyl]-3- 
pyrrolidinone; 

4-[[N a -(benzyJoxycarbonyl)-L-Ieuciny l]amino]- 1 - 
[(4-phenoxy)phenylsuiphonylJ-3-piperidinone; 

4-[ fN a -(3,4-dichloroben2oy[)-L-]eucinyl]aniinol- 1 -((2S)-4-methy!-2- 
[[(benzyloxycarbonyl)]amino]pentyI]-3-pyrrolidinone; 

4-ffN a -(6-quino]inecarbonyl)-L-leuciny]]amino]-l-[(2S)-4-methyi-2- 
f[(benzyloxycarbonyI)]aminojpentyn-3-pyrrolidinone; 

4-[{2-dibenzofuransulphonyl)amino]- 1 -f (2S)-4-methyl-2- 
[[(benzyloxycarbonyI)]amino]pentanoyl]-3-pyrroIidinone; 

4-[(2-dibenzofuransulphonyl)amino]- 1 -[(2S)-4-methyl-2- 

[[(benzyloxycarbonyl)]methy]amino]pentanoyl]-3-pyrrolidinone; 

4-[[N a ^benzyloxycarbonyI)-L-leucinyl]amino]-J-{4-methylpentyI)-3-pip 
4-[[N a -(2-pyridylcarbonyI)-L^ 

4-f[N a -(3-chIorobenzoyi)-L-leucinyl]aminoJ-].(4-methyIpentyl)-3-piperidin 

4-ffN a <2-quinolinecarbonyl)-L-!eucinyI]amino]-l-(4-methyIpentyl)-3- 
piperidinone; 

4-[[N a -(3Adichlorobenzoy])-L-IeucinyI]aminol-J-(4-methylpenty])-3- 
piperidinone; 

44[N a -(8-quinoIinecarbonyl)-L-ieucinyI]aminoJ-l-(4-methylpenty])-3-piperidinon 

4-[[N a -(3-isoquino!inecarbonyi)-L-leucinyl]amino]-]-(4-methy[pentyl)-3- 
piperidinone; 

4-[[N a -(2-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-l-(4-methylpentyI)-3- 
piperidinone; 

4-[[N a -(acety])-L-leucinyI]amino]-l-(4-methylpenty!)-3-piperidinone; 

4-[[N a -(p-trifluoromethyIbenzenesulphonyl)-L*IeucinyI]amino]-l-(4- 
methylpentyl)-3-piperidinone; 

4-[[N a -(6-quinoHnecarbony!)-L-Ieucinyl]amino]-l-(4-methylpentyl)-3- 
piperidinone; 

4-[[2-(RS)-[(3-biphenylM-methyl]amino]pentanoyi]-1-(4-methylpentyl)-3- 
piperidinone; 

4-[[N a -(benzyloxycarbonyI)-L-!eucinyl]amino]- 1 - 
[2-[(benzyIoxycarbonyI)methyIamino]ethyI]-3-piperidinone; 

4-[{N K -(a-toIuenesulphonyi)-L-Ieucin^ 
piperidinone; 
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4-[[N a K2-naphthylcarbonyl>^ 
piperidinone; 

4-[fN a -(benzensuIphonyI)'L-leucinyI]aminoJ-I-[3-(2-pyridyl)phenylacetyl)]-3- 
piperidinone; 

5 4-[[N a -(3-isoquinolinecarbonyl)-L-leuciny!lamino]-l-[3-(2-pyridyl)phenyiacetyO 
3-piperidinone; 

4-[3-[(2-pyridyI)phenyiacetyl)jaminol-1-[(2S)~4-methyl-2- 
f[(benzyIoxycarbonyI)]amino]pentanoyI]-3-piperidinone; 

4-[3-f(2-pyridyi)phenylacetyI)]aniino]-l-[(2S)-4-methyl-2-l[2- 
10 (pyridinylmethoxycarbonyl)]amino]pentanoy]]-3-piperidinone; 

4-[fN a -(2-phenylacetyl)-L-!eucinyl]amino]- 1 -[(2S)-4-methyl-2- 
[[(benzyioxycarbonyl)]amino]pentyI]-3-pyrrolidinone; 

4-[[N a <tert-butoxyoxycarbonyI)-L-Ieuciny!Jarnino]-l-[{2S)-4-rnethy]-2- 
([(benzyloxycarbonyl)]aminolpentyl]-3-pyrrolidinone; 
15 4-[(L-Ieucinyl)amino]-I-[(^ 
pyrrol idi none; 

4-[fN a -(2-quinoIinecarbonyl)-L-leucinyl]amino]-l-[(2S)-4-methyI-2- 
[[(benzyIoxycarbonyI)]aminoJpentyi]-3-pyrroIidinone; 

4-[[N a -(piperonyIcarbonyl)-L-Ieucinyllaminol-]-f(2S)-4-methyl-2- 
20 [[(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 

4-[[N a -(4-fluorobenzoyl)-L-ieucinylJamino]-i-[(2S)-4-methy]-2- 
[f(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 

4-[[N a -(2-pyridyIcarbonyl)-L-leucinyI]aminoI-!-[(2S)-4-methyI-2- 
[[(benzyIoxycarbonyl)]amino]penty!]-3-pyrrolidinone; 
25 44fN a ^2-nitro-aHoluenesuiphonyl)-L-Icucinyl]amino]-14(2S)-4-methyl-2^ 
[[(benzyloxycarbonyl)]amino]pentyI]-3-pyrrolidinone; 

44[N a -(8-quinolinesulphonyl)-L-leucinyl]amino]-i-f(2S)-4-methyi-2- 
[{(benzyIoxycarbonyl)]amino]pentyI]-3-pyrroIidinone; 

4-[[N a K2-naphthyIcarbonyl)-L-leucinyl]aminomethyl]-l-[(2S)-4-rnethyl-2- 
30 [[(benzy!oxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 

4-[[N a -(2-quinolinylcarbonyl)-L-leucinyI]aminomethyl]-l-l(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)]aminoJpentyl]-3-pyrroiidinone; 

4-[[N a -(phenylacety l)-L-ieuciny I]amino]- I-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)]amino]pentyl]-3-piperidinone; 
35 4-[[N a -(4-pyridinylmethoxycarbonyl)-L4eucinyi]amino]-l-[(2S)-4-methyl-2- 
[|(benzyloxycarbonyl)]aminojpentyI]-3-piperidinone; 
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4-[[N a -(4-pyridinylmethoxycarbony])-L-leucinyl]aminoJ-]-[(2R)-4-methyl-2- 
([(benzyloxycarbonyI)]amino]penty]]-3-piperidinone; 

4-[[N a -(phenylacetyl)-L-leuciny!]aminoJ- 1 -{(2R)-4-methy 1-2- 
[[(benzyioxycarbonyl)]amino]pentyI]-3-piperidinone; 
5 4-[fN a -(4-imidazoleacety !)-L-leucinyI]amino]- i -[(2R)-4-methyI-2- 

[[(benzyloxycarbonyl)Jamino]penty!]-3-pipendmone; 

4-[[N a -(4-imidazoleacetyl)-L"leucinyl]amino]-l-f(2S)-4-methy3-2- 
[[(benzyloxycarbonyl)]amino]pentyI]-3-piperidinone; 

4-[[N a -(4-pyridinylcarbony!)-L-!eucinyl}amino]-l-((2S)-4-methyI-2- 
10 f((benzy]oxycarbonyl)]amino]pentyl]-3-piperidinone; 

4-[(N a -(tert-butoxycarbonyJ)-L-leucinyl]amino]-l-(benzyloxycarbonyi)-3- 
piperidinone; 

4-[{N ct -(8-quinolinesulphonyl)-L-leucinyl]arnino]-l-(benzyloxycarbonyl)-3- 
piperidinone; 

15 4-[fN a -(4-pyridinyiacetyl)-L-leucinyl]amino]-l-(benzy]oxycarbonyl)-3- 
piperidinone; 

4-[fN a -(4-imidazoleacetyl)-L-leucinyllamino]-t-(benzyloxycarbonyi)-3- 
piperidinone; 

4-[[N a -(4-pyridinyicarbonyi)-L-!eucinyl]arnino]-I-(benzy[oxycarbonyl)-3- 
20 piperidinone; 

l-benzyl-4-[[N a -(3-isoquinolinylcarbonyI)-L-leucinyI]amino]-3-pyrroiidinone; 

l*benzyl-4-[tN a -(3,4-dichlorobenzoy])-L-leucinyi]aminoj-3-pyrrolidinonc; 

l-benzyI-4-[fN a -(2-naphthylcarbonyl)-L-leucinynaminomethyn-3-pyrroiidinone; 

l-benzyI-4-[fN a -(2-quinoiinyicarbonyl)-L-leucinyl]aminomethyi]-3-pyrro!idinone; 
25 l-benzyl-4-[{N a -(2-quinolinylcarbonyl)-L-ieucinyI]amino]-3-pyrroIidinone; 

l-benzy]-4-[[N a -(piperonylcarbonyl)-L-leucinyllamino]-3-pyrroIidinone; 

l-benzy]-4-[[N a -(4-fluorobenzoyl)-L-leucinyl]amino]-3-pyrroljdinone; 

l-benzyl-4-[[N a -(6-hydroxy-2-naphthylcarbonyl)-L-!eucinyl]arnino]-3- 
pyrrolidinone; 

30 l-benzyl-4-{[N a -(2-naphthylcarbonyl)-L-leucinyl]amino]-3-pyrrolidinone; 

l-benzyl-4-[[N ct -(6-quinolinylcarbonyl)-L-leucinyi]amino]-3-pyrrolidinone; 

l-benzyl-4-[[N a -(4-jmidazoIeacetyI)-L-leucinyl]aminol-3-pyrrolidinone; 

l-benzyl-4-[[N a -(4-pyridinyicarbonyl)-L-leucinyl]amino]-3-pyrroIidinone; 

4-[[N a -(t e rt-butoxycarbonyI)-L-Ieucinyl]aminoJ-l-benzyIoxycarbony!-3- 
35 pyrrolidinone; 

4-[{N a -(4-pyridinylmethoxy)carbonyl]-L-Ieucinyl]amino]-l-[(2R)-4-methyi-2- 
[[(benzyloxycarbonyl)]amino]pentyi]-3-pyrrolidinone; 

- 163- 



WO 98/0S336 



PCT/US97/13875 



4-[[N a -(4-pyridinylmethoxy)carbonyl]-^^ 
[[(tert-butoxycarbonyl)]amino}pentyl]-3-pyrroHdinone; 

4-f[N a -(4-pyridinylmethoxy)carbonyIl-L-leucinyl]amino]-l- 
f(2S)-4-methyl-2-(amino)pentyl]-3-pyrrolidinone; 
5 4-[fN a -(2-rnethylpropoxy)carbonyl]-L-leucinyllaminol-l-[(2S)-4-methyl-2- 
[((benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 

4-[lN a -(methylamino)thiocarbonyl]-L-ieucinyi]amino]-l-[(2S)-4-methyl-2- 
([(benzyloxycarbonyl)]amino]pentyJ]-3-pyrrolidinone; 

4-f[N a -(phenyImethylamino)carbonyI]-L-leucinyi]aminoJ-l-[(2S)-4-rnethyl-2- 
10 [[(benzyloxycarbonyl)]amino]pentyl]-3-pyrroiidinone; 

4-[[N a -(3Adichlorophenyiamino)carbonyl]-L-leucinyI]amino]-l-[(2S)-4-methyl- 
2-[[{benzyloxycarbonyI)]amino]pentyI]-3-pyrrolidinone; 

l-benzyl-4-ffN a -(3 t 4-dichloropheny!amino)-L-leucinyl]amino]-3-pyrrolidinone; 

4-[[N a -(U2,3 t 4-tetrahydro-6-quinoHnecarbonyl)-L-Ieucinyl]amino]-]-[(2S)-4- 
15 methyl-2-l(p-toluenesulphonyi)amino]pentyl]-3-pyrrolidinone; 

^[[[N^Cl^^^-tetrahydro^-quinoIinecarbonyO-L-leucinyijaminoJ-l- 
[(2S)-4-methyI-2-[(acetyl)amino]pentyl]-3-pyrrolidinone; 

4-[[[N a -(4-fiuorobenzoyl)-L-IeucinyI]amino]-i-K2S)-4-methyl-2- 
[(acetyl)amino]pentyl]~3-pyrrolidinone; 
20 4-[[N a -(4-fluorobenzoyl)-L-leucinyljamino]-1-[(2S)-4-methyl-2-[(p- 
toluenesuIphonyI)amino]penty!]-3-pyrrolidinone; 

4-[[N a -(4-fluorobenzoyl)-L-leucinyl]aminol-l-{(2S)-4-methyl-2- 
[(methanesulphonyl)amino]pentyl]-3-pyrrolidinone; 

4-[[N a K4-fluorobenzoyl)-L-leucmyl]amino]-l-[(2S)-4-niethyl-2-((a- 
25 toluenesulphonyl)amino]pentyl]-3-pyrrolidinone; 

l-(2-phenethyl)-4-[[N a -(4-fluorobenzoyl)-L-IeucinyI]araino]-3-pyrrolidinone; 

l-(2-phenethyI)-4-[[N a <2-quinolinylcarbonyl)-L-ieucinyl]amino]-3-pyrro!idmone 

l-(2-phenethyl)-4-l[N a -(2-naphthyl^ 

l-(2-phenethyl)-4-({N a -(a-toluenesuIphonyl)-L-Ieucinyi|amino]-3-pyrroIidinone; 
30 l-(2-phenethyl)-4-[[N a -(2-nitro-a-toIuenesulphonyI)-L*Ieucinyi)amino]-3- 
pyrrolidinone; 

4-[[N a -(2-phenylacetyl)-L-Ieucinyl3amino}-l-[(2S)-4-methyl-2-[[(4- 
pyridinyIcarbonyl)]amino]pentyl)-3-pyrrolidinone; 

4-rrN a -(2-phenylacetyI)-L-IeucinyI]amino)-l-[(2S)-4-methy]-2-[[(p- 
35 toluenesu!phonyl)]amino]pentyI]-3-pyrrolidinone; 

4-[[N a -(2-phenylacetyl)-L-leucinyl]amino]-l-[{2S)-4-methyl-2-{[(4- 
imidazoleacetyl)]amino]pentyl]-3-pyrrolidinone; 
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i-(3-nUrobenzyl)-4-[[N a -(4-pyridiny]methoxycarbonyl)-L*ieucinyl]amino]-3- 
pyrrolidinone; 

l-(2-nitrobenzyl)-4-[[N a -(4-pyndinylmethoxycarbonyl)-L-leucinyl1amino]-3- 
pyrrolidinonc; 

5 1 -(4-cy an obenzy i)-4- [ [N a -(4-py rid i n y i methox ycarbony 1)- L- leuc iny l]arnino] -3- 

pyrrolidinone; 

l-(4-bromobenzyl)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-ieucinyl]amino]-3- 
pyrroiidinone; 

l-phenethyl-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-3- 
10 pyrrolidinone; 

l-(3-aminobenzyl)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-IeucinyI]amino]-3- 
pyrrol idinone; 

l-(3-benzyioxyben2y!)-4-[[N a H4-pyridinylrnethoxycarbonyI)-L-IeucinyI]amino]-3- 
pyrrolidinone; 

15 3-(3-hydroxybenzyl)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]arnino]-3- 
pyrrolidinone; 

l-ethyM-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyllarnino]-3-pyrrolidinone; 
l-cyciopropylmethyl-4-[fN a -(4-pyridinylmethoxycarbonyl)-L-Ieacinyl]amtno]-3 
pyrrolidinone; 

20 l-(2-N,N-dimethy!arninoethyI)-4-[[N°-(4-pyridiny]rnethoxycarbonyO-L- 
leucinyIJaminoj-3-pyrrolidinone; 

l-(2-morpholinoethyO-4-[[N a -(4-pyridinylmethoxycarbony!)-L-'leucinyi)arnino]-3- 
pyrrolidinone; 

lK2-bromobenzyI)-4-[[N a -(2-pyridinylmethoxycarbonyl)-L-leucinyllamino]-3- 
25 pyrrolidinonone; 

4-[[N a -(4-pyrdinylmethoxy)caTbonyl)-L-leucinyl]amino]-l-[(2S)-4-rnethyl-2- 
[[(benzyloxycarbonyI)]amino]pentyll-3-pyrroiidinone; 

4-[[N a -(4-pyrdinylmethoxy)carbonyl)-L-leucinyl]arnino]-i-[(2S)-4-rnethyl-2- 
[[(benzyIoxycarbonyl)]aminomethyl]pentyl]-3-pyrrolidinone; 
30 4-[[N a -[(2-pyridinyimetto^ 

[f(benzyloxycarbonyi)lamino]pentyi]-3-pyrrolidinone; 

4-[[N a -[(3-pyridinylmethoxy)carbonyI]-L-leucinyi]amino]-i-[(2S)-4-rnethyl-2- 
[[(benzy!oxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 

4-[[N a -(benzyloxycarbonyl>L-leucinyl]amino]-l-[(2S)-4-methyl-2- 
35 [[(benzyloxycarbonyl)]arnino]pentyl]-3-pyrrol idinone; 

4-[[N a -(4-pyridinyimethoxycarbonyl)-L-leucinyi]aminomethyl]-l-[(2S)-4-methyI- 
2-[i(benzyloxycarbonyl}]am2no]pentyl]-3-pyrrolidinone; 
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l-benzyl-4-[nN a -(2-nitro-a-toIuenesuIphonyI)-L-ieuciny]]amino)-3-pyrrolidinonc; 
l-benzyl-4-[[N ot -(phenyIsulphonyl)-L-ieucinyI]amino]-3-pyrrolidinone; 
I-benzyl'4-[[N a -(a-toluenesulphonyl)-L-Ieucinyl]amino]-3-pyrrolidinone; 
I-benzyl-4-[[N a -(2-naphthyIsulphonyl)-L-tcucinyi]aminol-3-pyrrolidinone 
5 I'benzyI-4-[[N a <2-naphthyIcarbonyl)-L-leucinyl]amino]-3-piperidinone 
I-benzyl-4-[[N a -(2-quinoiinylcarbonyI)-L-leucinyl]aminoj-3-piperidinone; 
l-benzyl-4-[[N a -(2-naphthylsulphonyI)-L-leucinyl]aminol-3-piperidinone; 
4-[[N a -(benzyloxycarbonyl)-L-leucinyl]aminomethyil-l-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)Jaminomethyl]pentanoyI]-3-pyrrolidtnonc; 
10 4-[(2S)-4-methy]-2-[(benzyloxycarbonyI)amino]pentyl|-i- 
[(2S)-4-methyl-2-[[(benzyIoxycarbonyI)]aniino]pentanoyl3- 
3-pyrroIidinone; 

4-[[N a -(4-fluorobenzoy I)-L-leucinyl]amino]- 1 - 
[2-f(a-toIuenesulphonyI)amino]ethyl]-3-pyrrolidinone; 
15 4-[[N a -(4-fluorobenzoyl)-L-lcucinyl]aminoJ-l-benzoyl-3-pyrrolidinone; 

4-[[N a -(piperonylcarbonyi)-L-leucinyl]amino]-l-benzoyt-3-pyrrolidinone; 
4-[[N a -(4-fluorobenzoyl)-L-leucinyl)aminol- 1 - 
12-[(4-fluorobcnzoyl)aminoJethyIJ-3-pyrrolidinone; 

4-[[N a -0tfr/-butoxycarbonyl)-L-ieucinyIJamino]-l-benzoyl-3-pyrrolidinone; 
20 4-[[N a -{4-fluorobenzoyl)-L-IeucinyI]amino]- 1 -[(2S)-4- 

methyl-2-[(4-fIuorobenzoyl)amino]pentyiJ-3-pyrrolidinone; 

4-[[N a -(4-carboxybenzoyl>L-leucinyI {amino]- 1 -[(2S)-4- 
methyl-2-[(4-f1uorobenzoyl)amino]pentyl|-3-pyrroIidinone; 

l-benzyl-4-[[N ct -(4-carboxybenzoyl)-L-Ieuciny!]amino]-3- 
25 pyrrolidinone; 

l-benzy!-4-[[N a -(4K;arboxymethyl)benzoyl)-L-leucmyIlarnino]-3-pyrroIidinone; 
4-[[N a -[(4-carboxymethyl)benzoyll-L-ieucinyl]amino]- 1 -f(2S)-4- 
methy]-2-[[(4-f]uorobenzoy!)amino]pentyl]-3-pyrrolidinone; 

l-phenethyI-4-[[N a -(2-amino-a-toluenesulphonyl)-L-leucinyl]arnino]-3- 
30 pyrrolidinone; 

4-[[N a -(2-naphthyIcarbonyI)-L-leucinyI]am!noj-l-benzoyi-3-piperidinone; 
4-[[N a -(2-quinolinecarbonyl)-L-leucinyl]amino]-l-benzoyI-3-p!pendinone; 
4-[[N a -(3-isoquinolinecarbonyl)-L-!eucinyl]amino]-l-benzoyl-3-piperidinone; 
4-[[(2S)-4-rnethyl-2-(benzyl)oxy]pentanoyI]-l-[(2S)-4-mcthyl-2- 
35 [[(benzyloxycarbonyl)]amino]pentanoyi]- 3-piperidinone; 

4-[[3-(2-pyridyl)phenylacetyl)}amino)-l-[3-(2-pyridyl)phenylacetyl)]-3- 
piperidinone; 
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4-[[N a -(p-trifluorometha^ 
3-piperidinone; 

4-[[N a -(2-naphthylsulpho^ 
piperidinone; 
5 4-[[N a -(3 T 4-dichlorophenylsulphony])- 

L-leucinyI3amino]-l-[3-(2-pyridyi)phenylacetyI)]-3-piperidinonc; 

4-[[N a -(methanesuIpho^ 

or 

4-[[N a K4-fluorophenyisulphonyl)-L-]eucinyl)aminoJ-l-[3-(2-pyridyi)phenyIacetyl)J-3- 
10 piperidinone; 

or a phamaceutically acceptable salt thereof. 

18. A pharmaceutical composition comprising a compound according to any 
one of claims 1 to 17 and a pharmaceutical ly acceptable carrier. 

15 

19. A method of inhibiting a cysteine protease which comprises administering 
a compound according to claim 1 . 

20. A method according to claim 19 wherein the cysteine protease is cathepsin 

20 K. 

21 . A method of inhibiting bone loss which comprises administering a 
compound according to claim 1. 

25 22. A method of treating osteoporosis which comprises administering a 

compound according to claim 1 . 

23. A method of treating gingival or peridontal disease which comprises 
administering a compound according to claim 1 . 

30 

24. A method of treating a disease characterized by excessive cartilage or 
matrix degradation which comprises administering a compound according to claim 1. 

25. A method according to claim 24 wherein said disease is osteoarthritis or 
35 rheumatoid arthritis. 
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26. 



A compound according to any one of claims I to 17 for use as a 



medicament. 

27. The use of a compound of the formula (1) as defined in claim 1 in the 

5 manufacture of a medicament for the treatment of diseases in which inhibition of a cysteine 
protease is a factor. 

28. The use of a compound according to claim 27 wherein the cysteine 
protease is cathepsin K. 



29. The use of a compound of the formula (I) as defined in claim 1 in the 
manufacture of a medicament for the inhibition of bone loss. 

30. The use of a compound of the formula (I) as defined in claim I in the 
1 5 manufacture of a medicament for the treatment of osteoporosis. 

31. The use of a compound of the formula (I) as defined in claim I in the 
manufacture of a medicament for the treatment of gingival or peridontal disease, 

20 32. The use of a compound of the formula (1) as defined in claim 1 in the 

manufacture of a medicament for the treatment of diseases characterized by excessive 
cartilage or matrix degradation. 

33. The use of a compound according to claim 32 wherein the disease 

25 characterized by excessive cartilage or matrix degradation is osteoarthritis or rheumatoid 
arthritis, 

34, A process for preparing a compound of the formula (I) as defined in claim 
1, which process comprises: 



10 



30 



(A) 



for compounds in which A is CH(OH): 



(i) 



reacting a compound of the formula (III): 
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N 



20 



ft 



FT 

I 

H (IU) 

or a salt thereof, 

wherein , R", R'" and n are as defined in formula (I) of claim 1, with any reactive 
functional groups protected, with; 
5 (a) R 5 C(0)C1, in which R 5 is as defined in formula (I) of claim 

I; or 

(b) r5c(0)OH, in which R5i s as defined in formula (I) of 
claim 1, in the presence of EDC and HOBT; or 

(c) R 5 C(0)H T in which R 5 is as defined in formula (I) of claim 
10 1, followed by reduction; or 

(d) R 5 OC(0)Cl, in which R 5 is as defined in formula (I) of 
claim 1 1 in the presence of base; or 

(e) R 5 S0 2 C1, in which R 5 is as defined in formula (I) of claim 
I , in the presence of base; or 

R 6 f 

15 (0 R wherein R 3 , R 6 and R 7 are as 

defined in formula (1) of claim 1; or 

(g) adamantyl-C(0)Cl; 

(ii) reacting a compound of the formual (IV): 



N 



r2 (IV) 



wherein R 2 , R'" and n are as defined in formula (I) of claim 1, with any reactive 
functional groups protected, with: 
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10 



R 4 ' 




OH 



(a) 



, in which R^, R 4 and R* are as defined 



in formula (I) of claim l t in the presence of EDC and HOBT; or 



FT 



Ar 




OH 



<b) 



in which R* is as defined in formula (1) 



5 of claim 1, in the presence of EDC and HOBT; or 

,Y, 




OH 



(c) , in which Y is as defined 

in formula (I) of claim 1, in the presence of EDC and HOBT; or 



S0 2 — CI 



(d) 





15 



(iii) reacting a compound of the formual (V): 



N 

5ST 



(V) 



wherein R M1 and n are as defined in formula (I) of claim 1 , with any reactive 
functional groups protected, and R a is Cj.galkyl, C3^cycloalkyl-CQ_6aIkyl, Ar-CQ^alkyl, 
or Het-Co-6 a ll c yl with: 



B' 

. N 




OH 



(a) 



in which R 3 , R 4 and R' are as defined 



20 in formula (I) of claim 1 , in the presence of EDC and HOBT; or 
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Ar 




OH 



(b) ° , in which R* is as defined in formula (I) 

of claim 1, in the presence of EDC and HOBT; or 




5 (c) ^ in which Y is as defined 

in formula (I) of claim 1, in the presence of EDC and HOBT; or 



(d) 





S0 2 — CI 



10 



(B) for compounds in which A is C(O): 



15 



(i) reacting a compound of the formual (VI): 



ir 



OH 



(VI) 



wherein R*, R" t R ,m and n are as defined in formula (1) of claim 1 1 with any 
reactive functional groups protected, with an oxidizing agent; 



and thereafter removing any protecting groups and optionally forming a pharmaceutical^ 
20 acceptable salt. 
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